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8. 02 (IH. d. J=1.5Hz),8. lie 
IH, d, J=l- 8H2) , 7. 96-7. 8 1( 
3H, m) , 7. 67 (IH, s), 7. 61-7. 
49 (6H, m),7. 08 (2H, d, J=8. 6 
Hz), 5. 19 (2H, s).4. 25(lH,m 
),2. 38-2. 17 (2H, in) , 1. 96-1 
.78(4H.m), 1. 70-1.56(lH,m 
), 1.46-1. 16 (3H,m), 1.11(9 
H, s) 


0 \} 


> 9 0% (NMR) 


MS 672 (M+1) 
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300MHz, DMS0-d6 
8. 25(lH,d, J=l. 5Hz),8. 16- 
8. 08 (2H,m),7. 99-7. 88 (2H, 
m),7. 66 (2H, d. J=8.6Hz),7. 
60-7. 48(5H,ni),7. 19 (2H, d, 
J=8.6Hz),5. 17 (2H, s),4. 31 
(IH.m), 2. 39-2. 20(2H,m),2 
.04-1. 79 (4H, m), 1.72-1.60 
(IH.m), 1. 50-1. 18(3H,m) 


9 CI. 
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cis and trans mixture 
8. .13and8. 11 (total 
IH, each 

s) , 7. 90-7. 74 (2H, m) , 7. 42- 
7. 22 (5H, m) , 4. 56and4. 52 (t 
otal 2H, each 
s) , 4. 42 (IH, brs) , 3. 78-3. 0 
6(2H, m)2. 33-1. 33(18H.m) 
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(2H, s),4. 06(lH, id),2. 40-2 
:20(2H,ni),2.01-L80(4H,m 
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mmm^ 



253 



o 



MS 





> 9 0% (NMR) 



493 (M+1) 



IH mm(5) ppm 

300MHz, DMS0-d6 
8.21(1H, d. J=L 5Hz),7. 93 ( 
IH, d, J=8. 7Hz).7. 85 (IH, dd 
. J=8. 4, 1. 5Hz) , 7. 54-7. 47 ( 
2H, m) , 7. 40-7. 24 (6H, in),7. 
15(lH,d, J=3.6Hz),7- 11-7. 
05 (IH, in),6. 81 (IH, d, J=3. 6 
Hz), 5. 26 (2H, s),4. 96(lH,m 
),2. 32-2. 13(2H,m), 1.95-1 
. 72 (4H,m). 1.68-1. 55 (lH,m 
),- 1.43-1. 18(3H,m) 



mmm^^ 254 


IH ^JMR(6) ppm 


i F 
, 9 0 

^^N^_V^ U OH 


300MHz, DMSD-d6 

8. 25 (IH, s),8. 02 (IH, d, J=8 

.7Hz),7. 90 (IH, dd, J=8. 4, 1 

.4Hz),7.80-7.71(2H,m),7. 

67 (2H, d, J=8. 7Hz),7. 33 (2H 

,t, J=8. 7Hz),7. 26 (2H, d.J= 

8. 7Hz),5. 46 (2H, s),4. 78(2 

H, s),4. 31(1H, m),2. 39-2. 1 
9(2H, 111), 2. 03-1. 79(4H,ni), 

I. 71-1. 59 (IH, m) , 1. 50-1. 1 
7 (3H, in) 


• . > 9 0% (NMR) 


MS 558 (M+1) 





396 



wo 03/000254 



PCT/JP02/06405 



187 



mm-1 



255 



HCl 



o 



MS 





> 9 0% (NMR) 



568 (M+l) 



IH mR(8) ppm 

SOOXfflz, DMS0-d6 
8. 34 (IH, s),8. 32 (IH, d, J=8 
.8Hz),8. 09-8. 03(3H,m),7. 
83 (2H, d, J=8. 3Hz),7. 79 (2H 
.d. J=8. 8Hz),7. 36 (2H, d, J= 
8.8Hz),5. 54(2H, s) , 4. 38(1 

H, ni),2. 74 (3H, s),2. 40-2. 1 
8 (2H, m) , 2. 13-1. 96 (2H; m) , 

I. 93-L 78(2H.in), 1. 73-1.5 
7(lH,in), 1. 55-1. 15(3H,m) 



HO 




MS 




256 




> 9 0% (NMR) 



585 (M+l) 



IH ^MR(6) ppm 

300MHz, DMS0-d6 
12. 67(1H, brs),8. 23 (IH, s) 
, 7. 94and7. 87 (2H, ABq, J=8. 
6Hz),7. 79 (IH, dd, J=8. 7, 5. 
4Hz),7.62-7. 41(7H,m),6.8 
0(lH, dd, J=11.9, 2. 3Hz),6. 
69 (IH, dd, J=8. 1,2. lHz),5. 
20 (2H, s),3. 93(lH,brt, J=l 
5. 3Hz),2. 30-2. 11 (2H, brm) 
1.88-1. 74(4H,brin), 1.64-1 
.58(lH,brm), 1. 41-1. 14 (3H 
, brm) 



257 



MS 




> 9 0% (NMR) 



603 (M+l) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 19 (IH, d, J=8. 7Hz),7.93( 
IH, s),7. 83-7. 71 (3H. in),7. 
50-7. 39 (4H, m), 7. 34-7. 10 ( 
4H, m) . 7. 06 (IH, dd, J=8. 4, 2 
.9Hz),5. 09 (2H, s),4. 34 (IH 
, m) , 3. 82 (3H, s) , 2. 39-2. 19 
(2H,in),2. ll-1.98(2H,m), 1 
.94-1. 79(2H,m), 1. 74-1.58 
(lH,m), 1. 52-1. 21 (3H, m) 



397 



wo 03/000254 PCT/JP02/06405 



188 



m-mm^-^ 253 


IH NMR(6) ppm 




300MHz, DMS0-d6 
7. 79(m,d, J=6. 7Hz),7. 56 ( 
IH, d, J=7.5Hz),7. 49 (2H, d, 
J=8. 6Hz) , 7. 42 (4H, s) , 7. 32 
-7. 23 (3H, m) , 7. 09-7. 03 (3H 
,in),5.02(2H, s),4. 46(lH,ni 
),3. 82 (3H, s), 1.95-1. 83 (2 
H. m), 1. 75-1.44(5H,ni), 1.3 
0-1. 10(2H,ni),G. 89-0.71(1 
H,m) 


> 9 0% (NMR) 




MS 567 (M+1) 





259 



HO 



2HCI 




> 9 0% (NMR) 



MS 



591 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 93 (2H, d, J=6. 6Hz),8. 36 ( 
IH, s),8. 28 (IH, d, J=8. 7Hz) 
, 8. 10-8. 03 (3H, m) , 7. 85 (2H 
.d,J=8. 7Hz),7. 33 (2H, d, J= 
8. 7Hz),7. 23 (IH, s), 7. 23(1 
H, s),6. 81(1H, s).5. 56 (2H, 
s) , 4. 39 (IH, m) , 2. 97, 2. 92 ( 
6H, s),2. 40-2. 18 (2H, m),2. 
16-1. 95(2H,ni), 1. 90-1. 75 ( 
2H,ni), 1. 70-1. 55(lH,in), 1. 
50-1. 15(3H,in) 



mm-. 



260 



2HCI 



MO- 




MS 



> 9 0% (NMR) 



564 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 93 (2H, d, J=6. 3Hz) , 8. 35 ( 
IH, s),8. 26 (IH, d, J=8. 7Hz) 
,8. 09-8. 02(3H,m),7. 86 (2H 
, d, J=8. 7Hz) , 7. 50 (IH, s) , 7 
.35 (2H, d. J=8. 4Hz) , 7. 24(2 

H, d, J=7. 8Hz),5- 60 (2H, s), 
4. 39 (IH, m),2. 50-2. 18 (2H, 
m),2. 15-1. 95 (2H, m), 1. 90- 

I. 75 (2H, m) , 1. 70-1- 55 (IH, 
m)l. 50-1. 10(3H,m) 



398 



wo 03/000254 



PCT/JP02/06405 



189 



mmmm^ 26 1 


IH NMR(6) ppm 


HO^O 


300MHz, DMS0-d6 
8. 22 (IH, d, J=7. 8Hz),7. 85 ( 
IH, d, J=6. 7Hz),7.63(2H, d, 
J=9.0H),7.51-7. 38 (5H,m), 
7. 29 (IH, d, J=8. 3Hz) , 7. 23 ( 
IH, d, J=3. OHz), 7.06 (2H, d, 
J=9. OHz) , 7. 06 (IH, dd, J=8. 
6, 3. OHz) , 5. 05 (2H, s) , 4. 41 
-4. 25 (IH, m) , 3. 83 (3H, s) , 2 
.40-2. 20(2H,m),2. 03-1. 78 
(4H,m), 1.72-1. 57(lH,m),l 
. 50-1. 18 (3H, m) 


> 9 0% (NMR) 


MS 567 (M+1) 





262 




MS 



> 9 0% (NMR) 



580 (M+1) 



NH2 



IH NMR(5) ppm 

300MHz, DMS0-d6 
8. 29 (IH, d, J=l. 5Hz),8. 26 ( 
lH,d, J=9. OHz), 8. 19 (IH, d, 
J=l. 8Hz),8. 13(lH,brs),B. 
08-7. 96(2H.in),7. 73 (2H, d, 
J=9. OHz) , 7. 57-7. 43 (6H, m) 
, 7. 24 (2H, d, J=9. OHz) , 5. 14 
(2H, s).4. 36 (IH, m),2. 38-2 
. 18(2H.ni),2. 12-1. 97 (2H, m 
),1. 93-1. 80 (2H,m), 1.73-1 
.58(lH,m), 1. 52-1.20 (3H,m 
) 



mmm^-^ _ 263 


IH NMR( 6 ) ppm 




300MHz, DMS0-d6 
12. 85 (IH, brs) , 8. 72 (IH, d, 
J=4. 8Hz),8. 22 (IH, s),8. 14 
(IH, d, J=6. 3Hz) , 8. 03and7. 
76 (4H, ABq, J=8. 6Hz) , 7. 93a 
nd7. 85 (2H, A' B' q, J=8. 6Hz) 
, 7. 60and7. 15 (4H, A'B"q, J= 
8. 7Hz),7. 55 (IH, dd, J=6. 3, 
4. 8Hz),5. 19 (2H, s),4. 26(1 
H, brt, J=12. 6Hz) , 2. 35-2. 1 
8(2H, brm) , 1. 95-1. 77 (4H, b 
rm), 1.70-1, 60 (IH, brm), 1." 
45-1. 15(3H,brm) 


PiM > 9 0 % (NMR) 


MS 548 (M+1) 



399 



wo 03/000254 



PCT/JP02/06405 



190 







264 


IH N{AR(6) ppm 


o 

u 


Cl 

v\ /-N 

0 


P 


300MHz, DMS0-d6 
8. 23 (IH, d. J=1. 0Hz),7. 92 ( 
IH, dd. J=8. 7, L0Hz),7. 87 ( 
IH, d, J=8. 7Hz),7. 60 (2H, d. 
J=8.6Hz),7. 47 (2H, d, J=8. 7 
Hz), 7. 44 (2H, d,J=8. 7Hz),7 
.30(1H, d, J=8.3Hz),7. 23(1 
H. d, J=2. 6Hz) , 7. 11 (2H, d, J 
=8.7Hz),7. 06 (IH, dd, J=8. 7 
,2.6Hz),5. 04 (2H, s),4. 36 ( 
lH,ni),3. 83 (3H, s),2. 80-2. 
70(4H,ni),2. 60-2. 40(2H,m) 
, 2. 30-2. 20 (2H, m) 


mm 


>9 0% (NMR) 




MS 


586, 588 (M+1) 





mmm^^ 265 


IH NMR(6) ppm 


Cl 


300MHz, DMS0-d6 
8.30(1H, d, J=l. 5Hz),8. 25 ( 
IH, d, J=9. lHz),8. 03 (IH, dd 
, J=8- 7, 1. 5Hz).7.76-7. 96 ( 
3H, m),7. 55-7. 49(5H,ni),7. 
42 (IH, d. J=7. 6Hz),7. 23 (2H 
, d, J=8. 7Hz) , 5. 15 (2H, s) , 4 
.35(1H, III), 3. 01 (3H, s),2. 9 
7(3H. s),2. 37-2. 20 (2H,ni), 
2. 09-1.97 (2H, m), 1.94-1. 8 
1(2H, m), 1. 72-1. 60(lH,m), 
1.50-1. 21 (SH.m) 


> 9 0% (NMR) 


MS 608 (M+1) 





mmmm^- 266 


IH NMR(6) ppm 


F 


300MHz, DMS0-d6 
8. 27 (IH, d, J=1.5Hz),8. 20 ( 
IH, d, J=9. 0Hz),8. 00(lH,dd 
.J=B. 6, 1. 5Hz),7. 82 (2H, d, 
J=8. 2Hz),7. 76-7. 65 (5H,m) 
,7. 56(lH,dd, J=7. 9, 1. 8Hz) 
,7.47(1H, d, J=7. 5Hz) , 7. 20 
(2H, d, J=8. 6Hz) , 5. 16(2H, s 
),4. 32(lH,Di),3. 02 (3H, s), 
2. 98 (3H, s) , 2. 38-2. 19 (2H, 
m), 2. 07-1. 95 (2H, m), 1. 93- 
1. 80 (2H,m), 1.72-1. 58 (IH, 
m). 1.52-1. 18(3H,m) 


> 9 0% (NMR) 


MS 642 (M+1) 


400 



wo 03/000254 



PCT/JP02/06405 



191 



mmm^^ 26? 


IH NMR(6) ppm 


/ 

s 


300MHz, DMS0-d6 
8. 34(2H,m),8. 03 (IH, d, J=8 
.3Hz).7. 77-7. 68 (3H, m),7. 
54-7. 40 (4H, m) , 7. 33 (2H, d, 
J=8. 6Hz) , 7. 24 (2H, d, J=9. 0 
Hz), 5. 16 (2H, s),4. 36(lH,m 
),3. 01(3H, s),2. 97 (3H, s), 
2.40-2. 20(2H,in),2. 11-1.9 
7(2H,ni), 1.93-1.81(2H,m), 
1.71-1. 60 (lH,in), 1. 50-1.2 
1 (3H. m) 


^ > 9 0% (NMR) 


MS 620 (M+1) 





268 



O 



HO 




mm. 



MS 



HCI 





> 9 0% (NMR) 



612 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 67-8.59(lH,m),8. 30 (IH, 
s),8. 13-8. 20 (2H, m) , 8. 02- 
7. 92(2H,in),7. 65(lH,t, J=8 
.3Hz),7. 56-7. 45(5H,m),7. 
18 (IH, dd, J=12. 0, 2. 2Hz) , 7 
.05(lH,dd, J=8. 6. 2. 2Hz),5 
. 14 (2H. s).4. 09(lH,m),2.8 
2(3H, d, J=4. 5Hz),2. 34-2. 1 
2(2H.m), 1.99-1.79(4H,ffl), 
1. 71-1. 59(lH,in), 1.49-1.2 
l(3H,m) 



269 



MS 




> 9 0% (NMR) 



626 (M+1) 



IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 29 (IH. s),8. 13 (IH, d, J=9 
.0Hz),7. 97 (IH, dd,J=8. 6,1 
.5Hz),7.71(lH, d, J=l. 8Hz) 
,7. 63 (IH, t,J=8. 2Hz),7. 56 
-7.41(6H,m),7. 17 (IH, dd, J 
=12. 0, 2. 2Hz),7. 03 (IH, dd, 
J=8. 2, 1.8Hz),5. 14 (2H, s), 
4. 15-4. 00(lH,m),3.01(3H, 
s),2- 98 (3H, s),2. 32-2. 13 ( 
2H, m) 1.95-1. 79 (4H,in), 1.7 
2-1. 59 (IH, m), 1. 45-1.21(3 
H.m) 



401 



wo 03/000254 



PCT/JP02/06405 



192 



mmm- 




270 


I 


HCI 




o 






HO^ 
HU ^ 




>voH. ■ 


mm 




> 9 0% (NMR) 


MS 




598 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 24 (IH, d, J=L 4Hz) , 8. 19 ( 
IH, d, J=1.8Hz),8. 11 (IH, br 
s) , 8. 02-7. 85 (3H. m) , 7. 60- 
7. 44 (7H, m).7. 10(lH,dd, J= 
12. 0, 2. lHz),6. 98 (IH, dd, J 
=8. 4, 2. lHz),5. 11(2H, s),3 
.98(lH,ni).2. 30-2. 12(2H,m 
), 1.91-1. 73(4H,in), 1. 71-i 
.58(lH,m), 1.45-L 15(3H,in 
) 



mm&m^ 271 


IH NMR(6) ppm 


,0 


300MHz, DMS0-d6 
8. 29 (IH, d, J=1.5Hz),8. 24 ( 
IH, d, J=8. 7Hz),8. 07-7. 98 ( 
3H, m),7. 80-7. 68(5H,in), 7. 
56 (IH, dd, J=8. 0, 1. 8Hz),7. 
47 (IH, d, J=8. 0Hz),7. 21(2H 
, d, J=8. 4Hz) , 5. 18 (2H. s) , 4 
.34(lH,m),3. 27(3H, s),3.0 
2(3H, s),2. 98 (3H, s),2. 38- 
2. 18(2H,m),2. 10-1. 95 (2H, 
m), 1.93-1- 79(2H,ni), 1. 72- 
1. 59(lH,in), 1. 50-1. 19 (3H, 
m) 


^ > 9 0% (NMR) 


MS . 652 (M+l) 



272 



MS 



HCI 




> 9 0% (NMR) 



575 (M+l) 



IH NMR(5) ppm 

300MHz, DMS0-d6 
8- 97 (IH, d, J=l. 8Hz) , 8. 85 ( 
IH.d, J=4. 7Hz),8. 46 (IH, d, 
J=8, GHz) , 8. 39-8. 26 (2H, m) 
,8. 06 (IH, d, J=8. 7Hz) , 7. 99 
-7. 64 (6H, m),7. 24 (2H, d, J= 
8. 7Hz),5.25(2H, s),4. 36(1 

H, m),3. 03 (3H, s),2. 97 (3H, 
s),2. 39-2. 19(2H,iii),2. 14- 

I. 96 (2H, m) . 1. 94-1. 78 (2H, 
m), 1. 73-1. 60(lH,m), 1.21- 
1.55(3H.m) 



402 



wo 03/000254 



PCT/JP02/06405 



193 



273 




MS 



> 9 0% (NMR) 



645 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 30 (IH, s),8. 27 (IH, d, J=8 
.7Hz),8. 05 (IH. d, J=8. 7Hz) 
, 7. 77-7. 67 (3H, m).7. 58-7. 
48(6H,ni),7.22(2H, d, J=8. 4 
Hz),5. 18(2H, s),4. 35(1H, b 
rt, J=9. 8Hz) , 3. 06-2. 88(12 

H, brm) , 2. 38-2. 20 (2H, brm) 
,2. 08-1. 96 (2H, brm), 1. 90- 

I. 80(2H, brm), 1. 70-1.60(1 
H, brm) , 1. 49-1. 22 (3H, brm) 



MS 




*^J8 0% (NMR) 



601 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
mixture of cis and trans 
8. 35,8.34(1H, s),8. 15-8. 1 
0(2H,m),7. 79-7. 70 (3H, m) , 
7. 49 (2H, d, J=8.7Hz),7. 44 ( 
2H.d, J=8. 7Hz),7.31(lH, d, 
J=8.'4Hz),7. 25-7. 19 (2H, m) 
,-7. 07(lH,d, J=8. 5Hz),5. 08 
(2H, s), 4. 75 (IH, ra),3. 83(3 
H, s).3. 70-1. 90(8H,m) 





275 


IH NMR(6) ppm 






300MHz, DMS0-d6 
8. 33 (IH, s),8. 13 (IH, d, J=7 
. 5Hz) , 7. 93 (IH, d, J=8. 8Hz) 
,7. 74 (2H, d, J=8. 7Hz),7. 49 
(2H, d, J=8.6Hz),7.44(2H,d 
, J=8. 6Hz),7. 31(1H, d, J=8. 
5Hz),7. 25-7. 15(3H,m),7.0 
7(1H, d, J=8. 5Hz),5.08 (2H, 
s),4. 98(lH,m),3.83 (3H, s) 
,3.65-3.45 (2H, m) , 3. 30-3. 
10(2H,m),3. 00-2. 75 (2H, m) 
, 2. 60-2. 30 (2H, m) 




> 9 0% (NMR) 


MS 


617 (M+1) 





403 



wo 03/000254 



PCT/JP02/06405 



194 



276 




MS 



> 9 0% (NMR) 



603 (M+1) 



IH ppm 

300MHz, DMS0-d6 
8. 25<1H, s) , 7. 93and7. 87(2 
H, ABq, J=9. lHz),7- 55 (IH, t 
, J=8. 6Hz),7. 48and7. 42 (4H 
,A' B' q, J=8.6Hz),7. 31(1H, 
d, J=8.5Hz),7. 24 (IH, d, J=2 
. 6Hz) , 7. 09-6. 95 (3H, m).5. 
05 (2H, s),4. 11 (IH. brt, J=l 
4. OHz), 3. 84 (3H, s), 2. 83-2 
.67(4H, brm),2. 50-2. 32 (2H 
,brm),2. 21-2. 10 (2H, brm) 



HO 



277 




MS 





> 9 0% (NMR) 



619 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
cis and trans mixture 
8. 28and8. 24 (total 
IH, each 

s),7. 94-7. 87(lH,m),7. 60- 
7. 41 (5H, m) , 7. 31 (IH, d, J=8 
. 5Hz), 7. 23-7. 21 (IH, m), 7. 
12-7. 05 (2H, m) , 7. 00-6. 95 ( 
IH, m) , 5. 06and5. 05 (total 
2H, each 

s), 4. 47and4. 34 (total 
IH, each 

brs),3. 83 (3H, s),3. 12-1.7 
6(8H,m) 




IH NMR(6) ppm 

300MHz, DMS0-d6 
12.9(lH,brs),8. 27 (IH, s), 
7. 97and7. 74 (2H, ABq, J=8. 6 
Hz) , 7. 58 (IH, t, J=8. 6Hz) , 7 
. 49and7. 43 (4H, A' B' q, J=8. 
5Hz),7. 31(lH,d, J=8. 5Hz), 
7. 22 (IH, d, J=2. 6Hz) , 7. 13- 
6. 92 (3H, m),5. 05 (2H, s),4. 
67 (IH, brt, J=14. 2Hz),3. 57 
-3. 40 (2H, brm) . 3. 20-3. 05 ( 
2H, brm) , 2. 91-2. 70 (2H, brm 
),2. 28-2. ll(2H,brin) 



404 



wo 03/000254 



PCT/JP02/06405 



195 



279 



HCl 





> 9 0% (NMR) 



MS 



644 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 30 (IH, s),8. 23 (IH, d, J=8 
.7Hz),8. 06-8. 00(2H,m),7. 
83 (IH, dd,J=8. 0, 1. 8Hz),7. 
71(2H,d, J=8.4Hz),7. 64 (IH 
,d, J=8. 0Hz),7. 59-7. 54 (4H 
,m),7. 22 (2H, d, J=8. 4Hz),5 
.25 (2H, s),4: 33(lH,m),2.6 
6(3H, s),2. 66 (3H, s) , 2. 37- 
2. 19(2H,m), 1. 93-1. 80 (2H, 
m), 1.70-1, 59(lH,m), 1. 47- 
1. 21 (3H, m) 



m^^mw 280 


IH NMR(6) ppm 


o 


Cl 

HCl /=\ 


300MHz, DMS0-d6 
8. 32-8. 23 (3H, m) , 8. 08-8. 0 
1 (2H, m) , 7. 73 (2H, d, J=8. 6H 
z),7.65(lH,d, J=8.2Hz),7. 
59-7. 5l(4H,m),7. 25 (2H, d, 
J=8. 6Hz) , 5. 21 (2H, s) , 4. 34 
(IH, m),3.32 (3H, s) , 2. 37-2 
. 19(2H,ni),2. 10-1. 98(2H,m 
), 1.93-1. 80 (2H,m), 1.71-1 
.60(lH,m), 1.51-1. 21 (3H,m 
) 


mm 


> 9 0% (NMR) 


MS . 


615 (M+1) 








f-^ 281 


IH NMR(6 ) ppm 


o 


Cl. 

HCl >=\ 

t} VOH 

\ / Q 


300MHz, DMS0-d6 
8. 30 (IH, d,J=L 5Hz),8. 24 ( 
IH, s),8. 14 (IH, d, J=8. 6Hz) 
,8. 07-7.95(2H,in),7.63(lH 
, t, J=8. 6Hz) , 7. 57-7. 47 (5H 
,m),7. 16 (IH, dd, J=12. 0, 2. 
2Hz),7.03(lH, dd, J=8. 6, 2. 
2Hz),5. 17 (2H, s),4. 06 (IH, 
in),3. 90 (3H, s), 2. 31-2. 11 ( 
2H,m), 1.97-1. 78(4H,m),l. 
71-1. 59 (lH,m), 1.43-1. 22 ( 
3H, m) 




> 9 0% (NMR) 


MS 


315 





405 



wo 03/000254 



PCT/JP02/06405 



196 



282 



mm 



MS 



CI 



HC! 




CiH 
N— 



> 9 0% (NMR) 



580 (M+1) 



IH miR(6) ppm 

300MHz, DMS0-d6 
8. 36 (IH, s),8. 35 (IH, d, J=9 
. 3Hz) , 8. 09 (IH, d, J=9. 3Hz) 
,7. 78 (2H, d, J=8. 7Hz),7. 48 
-7. 25 (9H, in), 5. 09 (2H, s),4 
.39(1H, in), 3. 04 (6H, s),2. 4 
0-2. 15(2H,ra),2. 10-1.95(2 
H,m), L90-1.75(2H,m), 1. 7 
0-1.55(lH,m), 1. 50-1. 20(3 
H,in) 



283 



MS 




HCI 



o 

II 

,s=o 



> 9 0% (NMR) 



630 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
10. 03(1H, s),8. 33(1H, s),8 
.29(1H, d, J=8. 7Hz),8. 06(1 
H,d, J=9.0Hz),7. 74 (2H, d, J 
=9. GHz), 7. 51-7. 42 (5H, ro), 
7. 37-7. 30(2H,ni).7. 22 (2H, 
d, J=8. 7Hz),5. 10(2H, s),4. 
37 (IH, m),3. 06 (3H, s),2. 40 
-2. 18 (2H, m),2. 15-1. 95 (2H 
,m),L 90-1. 80(2H,m),l. 75 
-1. 55(lH,m),l. 50-1. 20 (3H 
, m) 



284 



MS 



HCl 



> 9 0% (NMR) 



654 (M+1) 



IH NMR(S) ppm 

300MHz, DMS0-d6 
8. 30 (IH, s),8. 14 (IH, d, J=8 
.7Hz),7.97(lH, d, J=8. 7Hz) 
,7.96-7. 41 (8H,m),7. 16 (IH 
,dd, J=12. 4, 2. 2Hz),7. 03(1 
H, dd, J=8.4, 2. 2Hz),5. 15(2 

H, s),4. 15 (IH, m),3. 54-3. 1 
6(4H,m),2. 33-2. 13(2H,m), 

I. 97-1. 79(4H,m), 1. 70-1.0 
2(9H,m) 



406 



wo 03/000254 



PCT/JP02/06405 



197 



285 




mm 



MS 



> 9 0% (NMR) 



640 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 37(lH,d, J=7. 3Hz).8. 30 ( 
lH,s),8, 19-8. 12(2H,m),8. 
02-7.95 (2H,in),7. 65 (IH, t, 
J=8. 4Hz),7. 56-7. 43(5H.in) 
,7. 18 (IH, dd, J=12. 0, 1. 8Hz 
),7. 06 (IH. dd, J=8. 4, 2. IHz 
),5. 13 (2H. s),4. 22-4.03(2 
H,in),2. 34-2. 13(2H,m), 1.9 
9-L 78(4H,m), 1.72-1.57(1 
H,m), 1.44-1. 14(3H,in), 1.2 
0, 1. 18 (6H, each s) 



286 




mi 



MS 



> 9 0% (NMR) 



666 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 29(lH,s),8. 13(lH,d, J=8 
.7Hz),7.97(lH, dd, J=8. 7,1 
.4Hz),7. 69-7.40(8H,in),7. 
16 (IH, dd, J=12. 0, 2.2Hz),7 
.02(lH,dd, J=8. 4, 2. 2Hz),5 
. 15 (2H, s).4. 07(lH,in),3.7 
1-3, 23(2H.in),l. 98-1.71(4 
H,m), 1.71-1. 18(10H,m) 



O 



HO 




287 



mm 



MS 



HCI 





> 9 0% (NMR) 



652 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 29 (IH, s),8. 13 (IH, d, J=8 
.0Hz),7. 97 (IH, d, J=8.4Hz) 
,7. 83 (IH, s),7. 68-7. 41 (7H 
,in),7. 17 (IH, d, J=12. OHz), 
7. 03 (IH, d, J=8. 4Hz) , 5. 15 ( 
2H, s) , 4. 07 (IH, m) , 3. 58-3. 
41 (4H, m) , 2. 34-2. 13 (2H, m) 
,1. 97-1. 77 (8H,m), 1.71-1. 
58 (IH, m) , 1- 49-1. 18 (3H, m) 



407 



wo 03/000254 



PCT/JP02/06405 



198 



mi 



288 



CI 



HCI 



MS 





> 9 0% (NMR) 



642 (M+1) 



IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 62(lN,in),8. 31(1H, s),8. 
22-8. 14(2H,in),8.99(2H, d, 
J=8. 7H2).7. 66 (IH, t, J=7. 7 
Hz), 7. 58-7. 44(5H,m),7. 19 
(IH, dd, J=8. 7, 2. 2Hz) , 5. 14 
(2H, s),4. llClH,m),3.67-3 
.49 (2H,m),3. 45-3. 30(2H,m 
) , 2. 37-2. 12 (2H, m) , 2. 00-1 
. 76 (4H, m), 1. 70-1. 58(lH,ni 
) , 1. 48-1. 17 (3H, m) 



MS 



289 




> 9 0% (NMR) 



682 (M+1) 



OH 



m ^JMR(6) ppm 

400MHz, DMS0-d6 
8. 28 (IH, s),8. iKlH, d,J=8 
.9Hz),7. 96 (IH, d, J=8. 9Hz) 
,7.68(1H, s),7. 62(lH,t. J= 
8. 2Hz),7. 55-7. 41 (6H, m) , 7 
.15(lH,d, J=11.7Hz),7. 02 ( 
IH, d, J=8. 4Hz),5. 14 (2H, s) 
,4. 12-3. 13(6H,m),2. 30-1. 
19(l3H,in) 



290 




mi 



MS 



> 9 0% (NMR) 



668 (M+1) 



IH NMR(6). ppm 

400MHz, DMS0-d6 
8. 29 (IH, s),8. 15 (IH, d, J=8 
. 6Hz) , 7. 98 (IH, d, J=8. SHz). 
,7. 72 (IH, s),7.64(lH, t, J= 
8. SHz) , 7. 57-7. 43 (6H, m) , 7 
. 18 (IH, dd.J=12. 1,2. IHz), 
7. 03 (IH, d, J=10. 7Hz) , 5. 12 
(2H, s),4. 15-4.01(lH,ni),3 
. 75-3. 33 (8H,in),2.31-2. 14 
(2H, m) , 1. 96-1. 78 (4H, m) . 1 
. 70-1. 58(lH,in), 1.47-1. 21 
(3H, m) 



408 



wo 03/000254 



PCT/JP02/06405 



199 



291 



HO 




MS 



> 9 0% (NMR) 



684 (M+1) 



IH NMR(6) ppm 

400MHz, DMS0-d6 
8. 29 (IH, s),8. 14 (IH, d, J=8 
. 9Hz) , 7. 97 (IH, d, J=8. 6Hz) 
,7.71(1H, s),7. 63(1H, t, J= 
8. 2Hz),7. 56-7. 42(6H,m),7 
. 17 (IH, d, J=12. 3Hz),7. 03 ( 
IH, d, J=10. 7Hz),5. 14(2H, s 
),4. 07 (IH, m), 3. 96-3. 52(4 
H, m)' , 2. 79-2, 56 (4H, m) . 2. 3 
2-2. 14 (2H, m), 1.97-1. 79(4 
H,m), 1. 71-1. 58 (IH, m), 1.5 
1-1. 19(3H,m) 



mmm^"^ 292 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
9. 07-8.99(lH,m),8.30(lH, 
s),8. 23-8. 12 (2H, m),8. 04- 
7. 95(2H,ni),7. 65(1H, t, J=8 
.2Hz),7. 60-7. 45(5H,in),7. 
19 (IH, dd, J=12. 0,2.6Hz),7 
. 06 (IH, dd, J=8. 6, 2. 2Hz), 5 
. 16 (2H, s),4. 18-4. 02(lH,m 
) , 3. 97 (2H, d, J=6. OHz) , 2. 3 
3-2. 14(2H,m). 1.99-1.79(4 
H, in),L 72-1. 59(lH,m),1.4 
5-1. 19(3H.m) 


Cl 

HCI >=\ 

^ 0 ^OH 


> 9 0% (NMR) 


MS 656 (M+1) 




mmm^-^ 293 


IH NMR(6 ) ppm 

300MHz, DMS0-d6:8. 21 (IH, s 
) , 7. 94and7. 86 (2H, ABq, J=8 
.6Hz),7. 72 (IH, d, J=2. 4Hz) 
,7. 59and7. 11 (4H, A' B' q, J= 
8. 9Hz) , 7. 53 (IH, dd, J=8. 4, 
2. 4Hz) , 7. 38 (IH, d, J=8. 4Hz 
),7. 36and7. 32 (4H, A'B"q, J 
=8. lHz),5. 07 (2H, s),4. 27 ( 
IH.brt, J=13.8Hz),2. 87 (2H 
, t, 3=7. 8Hz) , 2. 57 (2H, t, J= 
7. 8Hz),2. 35-2. 20 (2H, brm) 
, 1.96-1. 79 (4H, brm), 1. 68- 
1. 59 (IH, brm), 1.47-1. 18(3 
H. brm) 


0 


* > 9 0% (NMR) 


MS 637 (M+1) 



409 



wo 03/000254 



PCT/JP02/06405 



200 





294 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 30 (IH, s) , 8. 25and8. 03 (2 
H, ABq, J=8. 9Hz) , 7. 73(1H, s 
),7. 73 (2H, d, J=8. 6Hz), 7. 5 
5(1H, dd, J=8. 0, 2.3Hz),7. 4 
0(4H, s), 7. 39 (IH, d, J=8. OH 
z) , 7. 23 (2H, d, J=8. 6Hz) , 5. 
11(2H, s),4. 55 (2H, s) , 4. 36 
(IH, brt, J=14. 8H2) , 2. 37-2 
. 19 (2H, brm) , 2. 09-L96(2H 
,brm), 1.91-1. 79(2H, brm), 
L 71-1. 59 (IH. brm), 1. 50-1 
.20(3H,brm) 


o 


OH 

HCi )=\ 
S-Jf 


mm 


> 9 0% (NMR) 


MS 


567 (M+1) 






295 


IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 30 (IH, s),8. 25and8. 04(2 
H, ABq, J=8. 7Hz),7. 74(lH,s 
),7. 72(2H,d, J=8. 7Hz),7. 5 
6(lH,d, J=8. 7Hz).7.48-7. 3 
5(5H,ffl),7. 22(2H, d, J=8. 7H 
z),5. 11 (2H, s),4. 46 (2H, s) 
, 4. 35 (IH, brt, J=14. 8Hz) , 3 
,31(3H, s),2. 37-2. 17(2H,b 
rm),2. 07-1. 95 (2H, brm), 1. 
92-1. 79 (2H, brm), 1. 73-1.5 
6(lH.brm), 1. 52-1. 20(3H, b 
rm) 




o- 

HGl \=\ 


> 9 0% (NMR) 


MS 


581 (M+l) 






296 


IH MR(6) ppm 

300MHz, DMS0-d6 
8.21(1H, d, J=1.5Hz),7.98( 
IH, d, J=1.2Hz),7. 97-7. 91 ( 
2H,m),7. 84 (IH, dd, J=8. 7, 1 
.5H2),7. 77 (IH, d, J=2. IHz) 
,7. 70(1H, d, J=7. 5Hz),7. 60 
-7.54(4H,m),7. 43 (IH, d, J= 
8. 4Hz),7. 09(2H,d,J=8. 7Hz 
),5.05(2H, s),4. 25(lH,brt 
, J=14. 8Hz) , 2. 36-2. 18 (2H, 
brm) , L 95-1. 79 (4H, brm) , L 
. 71-1. 6(1H, brm), 1.43-1. 1 
8(3H, brm) 


o 


0.\ 
^_VoH 


Hm 


> 9 0% (NMR) 


MS 


581 (M+l) 



410 



wo 03/000254 



PCT/JP02/06405 



201 



297 




MS 



>9 0% (NMR) 



583 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
12. 7 (IH, brs) , 8. 21(1H, s), 
7. 94anci7. 85 (2H, ABq, J=8. 6 
Hz), 7. 60-7. 55 (3H, m),7. 49 
and7. 45 (4H, A' B' q, J=8. 3Hz 
),7. 12 (2H. d, J=B. 7Hz),5.0 
5(2H, s),4. 26 (IH, brt, J=13 
.0Hz),2. 54 (3H. s),2. 38-2. 
20(2H,brni), 1. 97-1. 80 (4H, 
brm), 1.71-1. 59 (IH, brm), 1 
.47-1. 20(3H,brin) 



-1^ 



298 




mi 



MS 



.s=o 



> 9 0% (NMR) 



599 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 22 (IH, s),8.01(lH, s),7. 
95and7. 86 (2H, ABq, J=8. 6Hz 
),7. 79 (IH, d, J=7. 8Hz) , 7. 5 
8(3H, t,J=7. 5Hz),7. 53 (4H, 
s),7. 13(2H, d, 8. 7Hz),5. 15 
(2H, s).4. 26 (IH, brt, J=13. 
8Hz),2. 83 (3H, s),2. 37-2. 1 
8(2H, brm), 1. 95-1. 78(4H, b 
rm), 1. 70-1. 59(lH,brm), 1. 
47-1. 17 (3H. brm) 



mm 



299 




mi 



MS 



> 9 0% (NMR) 



562 (M+1) 



IH NMR(6) ppm 

300MHz. DMS0-d6 
8. 43-8. 16 (3H, m) , 8. 07-7. 9 
4(2H,nj), 7. 72 (2H, d, J=8. 6H 
z),7. 62-7. 49(5H,m),7. 23 ( 
2H, d, J=8. 6Hz) , 5. 16 (2H, s) 
, 4. 34 (IH, m) , 2. 39-2. 20 (2H 
,m),2. 10-1. 96(2H,m), 1.93 
-1. 80 (2H, m), 1.71-1. 58 (IH 
,m), 1.49-1. 19(3H,m) 



411 



wo 03/000254 



PCT/JP02/06405 



202 



mmmm 




300 


IH NMR ( 6 ) ppm 


0 

It 


t 


O v> 


300^fflz. DMS0-d6:2. 77 (IH, b 
rs),8. 83(2H,d, J=1.9Hz),8 
.56(2H, dd, J=4. 9, 1.9Hz),8 
.22(1H, d,J=L 5Hz),7.97 (2 
H,dt, J=7. 9, 1. 9Hz).7. 95(1 
H, d, J=8. 6H2),7. 87 (IH, dd, 
J— 0. 0, i. Dn.Lij ,1.01 vin, t, J 
=8. 7Hz),7. 46 (2H, dd, J=7. 9 
,4.9Hz),7.26(lH, dd, J=12. 
0, 4.9Hz),7. 14 (IH, dd,J=8. 
8, 2. 3Hz) , 6. 99 (2H, s) , 3. 94 
(IH, brt),2. 26-2. 09 (2H, m) 
, 1. 87-1. 73 (4H, m), 1. 67-1. 


mm 




> 9 0% (NMR) 


MS 




523 (M+1) 




mmmm 




301 


IH NMR(6) ppm 


o 

jHO^ 

i 
1 


X 


o=< 


SOONfflz, DMS0-d6 
8. 22 (IH, s),7.95(lH, d, J=8 
. 7Hz), 7. 87 (IH, dd, J=l. 5Hz 
,9.0Hz),7.62(4H,d, J=8.4H 
z),7. 55 (IH, t,J=9. 0Hz),7. 
44 (4H, d, J=8. lEz),7. 20(1H 
,dd, J=2. IHz, 12. 0Hz),7. 11 
(IH, dd, J=2. IHz, 8. 7Hz),6. 
86 (IH, s),3. 94(1H, m) , 2. 96 
,2. 88(12H, s),2. 35-2. 00 (2 
H,ni), 1. 95-1. 70 (4H, m), 1.6 
5-1. 50 (lH,m), 1.45-1. 10(3 
H, m) 


mm ■ 




>9 0% (NMR) 


MS 




663 (M+1) 







302 


IH ^}MR(6) ppm 


0 




0 


300MHz, DMS0-d6 
8. 14 (IH, s),7.88(lH, d, J=8 
-4Hz),7, 68 (IH, d, J=8. 7Hz) 
,7. 64-7. 55 (3H, in),7. 50 (IH 
,t,J=8. 7Hz),7. 22-7. 17 (3H 
,ffl),7. lldH, s), 7.08-7. 00 
(2H, in),3. 90(lH,m),2. 15-2 
.00(2H,m), 1.95-1. 50(5H,m 
), 1.45-1. 00 (3H,m) 


^m 


> 9 0% (NMR) 






MS 


532 (M+1) 







412 



wo 03/000254 



PCT/JP02/06405 



203 





303 


IH NMR(5) ppm 


o 


CI 


300MHz, CDC13 . 
8. 49 (IH, s),7. 98 (IH, dd, J= 
8.6, 1. 5Hz),7. 71(1H, d, J=l 
.8Hz), 7. 66 (IH, d, J=8.6Hz) 

7 CC— 7 OQ/'7H mS R Sn^'lH 

, / ♦ oo 1 . \ 1 n, mj , o. ou \ s.n 
,dd. J=8. 2,2.2Hz),6. 69 (IH 

H, s),4. 10-3.92(lH,m),3.9 
5(3H, s),3. 15 (3H, s),3. 06 ( 
3H, s), 2. 31-2. 14 (2H, m),2. 
04-1.86(4H,ni), L81-1.71( 
1H,ib), 1.41-1. 21(3H,m) 


mm 


> 9 0% (NMR) 


MS 


640 (M+1) 





304 




m 



MS 



> 9 0% (NMR) 



608 (M+1) 



IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 21 (IH, s),7. 94 (IH, d, J=8 
.7Hz).7.84(lH, d, J=9. IHz) 
,7.70(1H, s), 7. 26-7. 39 (9H 
,m),7. 1I(2H, d, J=8. 4Hz),5 
. 11(2H, s),4. 26 (IH, m),3. 0 
1 (3H, s) , 2. 97 (3H, s) , 2. 38- 
2. 19(2H,ni), 1. 97-1. 78 (4H, 
m), 1. 72-1. 57(lH,m), 1. 48- 
1. 17(3H,m) 



305 



MS 




> 9 0% (NMR) 



599 (M+1) 



OH 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 24 (2H. s),8. 03 (IH, d, J=8 
.OHz), 7. 96 (IH, d, J=8. 8Hz) 
,7. 87 (IH, d, J=9. lHz),7. 60 
-7. 46(6H,in),7.09(lH; dd, J 
=12. 0, 1. 8Hz),6. 97(lH,dd, 
J=8. 4, 1.8Hz),5. 16 (2H, s), 
3. 97(lH,in),2.31-2. 11 (2H, 
m),!. 92-1.73(4H,m),l. 70- 
1. 57 (lH,in), 1.46-1. 13 (3H, 
m) 



413 



wo 03/000254 



PCT/JP02/06405 



204 





306 


IH NMR(6) ppm 

300MHz, DMS0-d6 
12. 84 (IH, brs),8. 21 (IH, s) 
,7. 98-7. 84(5H,]ii),7. 58 (2H. 
,d, J=8. 7Hz),7. 54 (2H, d, J= 
7. 8Hz),7. 34(lH,,d, J=8. 7H 
z),7. 26 (IH, d, J=2. 4Hz),7. 
13-7 n6C3H m) 5 0fiC2H -s) 
,4. 26(lH,brt, J=12. 7H2),3 
.84(3H, s),2. 36-2. 17 (2H,b 
rm). 1. 99-1.80(4H,brm), 1. 
73-1. 59 (IH.brm), 1. 47-L 1 
7 (3H, brm) 


0 

11 


p 

H — \_/ 


mm 


> 9 0 % (NMR) 


MS 


577 (M+1) 






307 


IH NMR(6) ppm 

SOOMz, DMS0-d6 
8. 22 (IH, s),8- 04 (IH, s), 7. 
96 (2H, d, J=8. IHz) , 7. 87 (2H 
,s),7. 72 (IH, d, J=1.2Hz),7 
.59-7. 41 (7H, m),5. 12(2H, s 
),4. 25(lH,brt, J=11.8Hz), 
3.02 (3H, brs),2. 98 (3H, fars 
),.2. 38-2. 15(2H,brm), 1. 93 
-1. 76 (4H, brm) , 1. 71-1. 59 ( 
IH, brm) , 1. 46-1. 16 (3H, brm 
) 




,0 


. > 9 0% (NMR) 


MS 


617 (M+1) 






308 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 27 (IH, s),8. 08 (IH, d, J=9 
.0Hz),7. 93 (IH, d. J=8. 7Hz) 
,7. 65 (2H, d, J=8. 7Hz),7. 46 
(2H, d,J=8. lHz),7. 42(2H,d 
, J=8. 4Hz) , 7. 30-7. 04 (5H, m 
)., 5. 03 (2H, s),4. 32(lH,in), 
2. 40-2. 10(2H,m),2. 05-1. 1 
0(8H,in) 




c\ 


m^ > 9 0% (NMR) 


MS 


552 (M+1) 



414 



wo 03/000254 



PCT/JP02/06405 



205 



mi 



309 



mi 



MS 



HCI 




> 9 0% (NMR) 



IH NMR(6) ppm 

300MHz, DMS0-d6 

8. 33 (IH, s),8. 15and7. 99(2 

H, ABq, J=8. 9Hz) , 7. 84and7. 
59 (4H, A' B' q, J=8. 3Hz),7.4 
6(2H,d, J=8.4Hz),7. 22-7. 1 
6(3H, m), 7.01-6. 98(2H,in), 
4. 27and4. 23 (2H, A"B"q, J=l 
2. 9Hz),3. 78 (3H, s),2. 39-2 
.21(2H,brm),2.07-1.95(2H 
, brm), 1. 91-1. 80(2H, brm), 

I. 72-1. 59 (IH, brm), 1. 49-1 
. 17 (3H, brm) 



310 



HCI 




MS 



> 9 0% (NMR) 



615 (M+1) 



IH NMR(6 ) ppm 

300MHz, DMS0-d6 
8. 33 (IH, s),8. 09and7. 95(2 
H, ABq, J=8- 7Hz) , 7. 87and7. 
71 (4H, A' B' q, J=8. GHz), 7. 4 
3(2H, d, J=7. 8Hz), 7. 15 (IH, 
d, J=8. 7Hz) , 7. 07-7. 02 (4H, 
m) , 4. 66 (2H, s) , 4. 23 (IH, br 
t, J=11.8Hz),3. 76 (3H, s),2 
.38-2, 20 (2H, brm) , 2. 04-1. 
93 (2H, brm), 1. 89-1. 79 (2H, 
brm), 1.70-1. 59(lH,brm),l 
.49-1. lB(3H,brm) 



311 



MS 




>9 0% (NMR) 



583 (M+1) 



IH NMR(a) ppm 

300MHz, DMS0-d6 
8. 30 (IH, s),8. 2 lands. 01(2 
H, ABq, J=8. 7Hz),7.65(2H,d 
, J=8. 4Hz) , 7. 52-7. 41 (6H, m 
), 7. 20 (IH, d, J=8. 4Hz), 7. 1 
4(1H, d. J=2. 7Hz),6.97(lH, 
dd, J-8. 4, 2.4Hz),4.31(lH, 
brt, J=9. 8Hz) , 4. 28 (2H, s) , 
3. 78 (3H, s), 2. 37-2. 20 (2H, 
brm) , 2. 07-1. 95 (2H, brm) . 1 
. 92-1. 80 (2H, brm) , 1. 71-1. 
60 (IH, brm) , 1. 50-1. 19 (3H, 
brm) 



415 



wo 03/000254 



PCT/JP02/06405 



206 



312 




MS 



OH 



> 9 0% (NMR) 



609 (M+1) 



IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
8. 22 (IH, s).8. -12(lH. d, J=8 
.4Hz),8. 00-7. 84(5H,m), 7. 
70 (4H, d, J=8. 4Hz), 7. 56 (IH 
,t, J=8.6Hz),7. 23 (IH, d, J= 
12. OHz) , 7. 13 (IH, d, J=8. 6H 
z),6. 97 (IH, s),3. 92(lH.m) 
,2. 35-2. 00 (2H, ni), 1.95-1. 
70 (4H, m) , 1. 65-1. 55 (iH; m) 
, 1.50-1. 05(3H,m) 





313 


IH NMR( 6) ppm 






300MHz, DMS0-d6 
8. 89 (IH, brs), 8. 63 (IH, brs 
),8. 24 (IH, s),8. 11 (IH, d, J 
=7. 8Hz) , 7. 99 (IH, d, J=8. 8H 
z) , 7. 89 (IH, d, J=9. 9Hz) , 7. 
61-7. 55 (4H, m),7.43(2H, t, 
J=7. 7Hz),7. 34 (IH, t, J=7. 2 
Hz), 7. 24(lH,d, J=12.0Hz), 
7. 14 (IH, d, J=8. 6Hz), 6. 95 ( 
IH, s),3. 96 (IH, m),2. 35-2. 
05 (2H, m) , 2. 00-1. 50 (5H, m) 
, 1.45-1. 10(3H,m) 




> 9 0% (NMR) 


MS 


522 (M+1) 








314 


IH h]MR(6) ppm 


^A 


CI 

o ^ 


300MHz, CDC13 

8. 48(lH,d, J=l. 4Hz),8. 05 ( 
IH, d, J=l. 8Hz) , 8. 98 (IH, ti, 
J=8. 6Hz),7. 82(lH,d, J=7. 9 
Hz), 7. 66 (IH, d, J=8. 6Hz) , 7 
.55-7. 24(6H,m),6. 78(1H, d 
d, J=8. 6, 2. 6Hz),6. 69(1H, d 
d, J=H. 6Hz) , 2. 2Hz) , 6. 40- 
6. 30(lH,m),4. 99 (2H, s),4. 
02 (IH, m) , 3. 95 (3H, s) . 3. 05 
(3H, d, J=4. 8Hz) . 2. 32-2. 13 
(2H,m),2. 03-1.87(4H.m). 1 
. 81-1. 71 (IH, m) , 1. 46-1. 23 
(3H, m) 




> 9 0% (NMR) 


MS 


626 (M+1) 



416 



wo 03/000254 
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207 





503 


IH NMR(6 ) ppm 




N ^ — ' — ^\ 


300MHz, DMS0-d6 
8. 23 (IH, s),7. 76 (IH, d, J=8 
. 7Hz) , 7. 58 (IH, d, J=8. 8Hz) 
,7.51-7. 32 (7H, m),7. 17 (2H 
d T=8 7Hz) 6 55C1H s) 5 
.18(2H, s),4. 75 (IH, m) , 2. 3 
c_o i?(9H m) 2 10-1 85(4 
H,ni), 1. 80-1. 50(2H,m) 


mm 


> 9 0% (NMR) 




MS 


412 (M+1) 





701 




> 9 0 % (NMR) 



MS 



. 568 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 96 (IH, s), 8. 50 (IH, s), 7. 
77 (2H, d, J=8. 7Hz) , 7. 50-7. 
40 (4H, m),7. 30 (IH, d, J=8. 4 
Hz), 7. 24(lH, d, J=2. 4Hz),7 
. 16 (2H, d, J=8.4Hz),7. 06(1 
H, dd, J=2. 4Hz, 8. IHz) , 5. 06 
(2H, s),4. 31(1H, s),3.,83 (3 
H, s),2. 80-2. 55 (2H,i),2.0 
0-1.80(4H, m), 1. 70-1.55(1 
H, m), 1. 40-1. 15(3H,m) 



417 



wo 03/000254 



PCT/JP02/06405 



208 



315 


IH NMR(5) ppm 

300MHz, DMS0-d6 
8. 84 (211, d. J=6. 3Hz) , 8. 28 (IH 
• , s) , 8. 17and7. 99 (2H, ABq, J=8 
. 7Hz) , 7. 87-7. 85 (3H, m) , 7. 70 
-7. 50(3H,m), 7. 52(lH,d, J=8. 
3Hz) , 7. 18 (2H, d, J=8. 7H2) . 5. 
22(2H, s)4.3l(lH,br 
t, J=12. 5Hz) , 2. 36-2. 18 (2H, m 
),2. 03-1.78(4H,ra), 1.70-1.5 
8(lH.m),l. 50-1.23(3H,m) 


HCI 

0 \_J 


.>9 0% (NMR) 


MS 538 (M+1) 




mmm^ sie 


IH NMR(5) ppm 

300MHz, DMS0-d6 

9. 23 (IH, t, J=6. 3Hz) , 8. 29 (IH, 

s) , 8. 25-8. 22 (2H, m) , 8. 03 (2H, 

d, J=7. 9Hz) , 7. 55-7. 48 (5H,.in) 7 

. 34 (4H, d, J=4. 4Hz) , 7. 28-7. 22 

(3H. m) , 5. 15 (2H, s) , 4. 52 (2H, d 

, J=5. gHz),4. 35aH,br 

t, J=12. IHz) , 2. 37-2. 18 (2H, m) 

, 2. 08-1. 95 (2H, m) , 1. 91-1. 79 ( 

2H, m), 1. 

72-L59(lH.in). 1.47-1. 19 (3H. 
m) 


CI 

O HCI >=\ 


^& > 9 0% (NMR) 


MS 670 (M+1) 



HO 



MS 



317 




> 9 0% (NMR) 



676 (M+1) 



IH NMR(6) ppm 

300MHz, DMSG-d6 
8. 59 (IH, t, J=5. 5Hz) , 8. 28 (IH, 
s) , 8. 21and8. 01 (2H, ABq, J=8v 8 
Hz) , 8. 16 (IH, s) , 7. 97and7. 46 ( 
2H, A' B' q, J=8. OHz) , 7. 71and7. 
23 (4H, A'B'a, J=8. 7Hz) , 7. 53an 
d7. 49 (4H, A"" B"' q, J=9. 2Hz) , 5 
. 14(2H,s),4. 34 (IH, br 
t, J=12. 8Hz) , 3. 14 (2H, t, J=6. 3 
Hz), 2. 38-2. 18(2H,in),2. 07-1. 
78 (4H. ra) , 1. 78-1. 47 (7H, in) . 1. 
47-1. 07 (6H, m) , 1. 03-0. 83 (2H, 
m) 



418 
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o 



2HC1 



m 



MS 




> 9 0% (NMR) 



671 (M+1) 



IH NMR(6 ) ppm 

300MHz, DMS0-d6 9.63 
(IH, t, J=4. 8Hz) , 8. 86and7. 97 ( 
4H, ABq, J=6. 6Hz) , 8. 30 (IH, s) , 
8. 27 (IH, s) , 8. 23and8. 03 (2H, A 
' B' q, J=8. 8Hz) , 8. 09and7. 54 (2 
H, A^B^q, J=8. IHz) , 7. 73and7. 2 
4 (4H, A"' B"' q, J=8. 8Hz) , 7. 54a 
nd7. 52 (4H, A'"'B'"'q, J=B. 8Hz) , 
5. 16 (2H, s) 4. 78 (2H, d. J=5. 6Hz 
),4. 35 (lH,br 

t, J=H. GHz) , 2. 39-2. 19 (2H, ni) 
, 2. 07-1. 96 (2H, m) , 1. 91-1. 78 ( 
2H, m) , 1. 70-1. 57 (IH, m) 1. 50-1 
.19(3H,ffl) 



319 




MS 



> 9 0% (NMR) 



684 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 

8. 28 (IH, s) , 8. 24and8. 03 (2H, A 

Bq, J=9. OHz) , 7. 77 (IH, s) , 7. 70 

(2H, d, J=8. 4Hz) , 7. 64-7. 10 (13 

H, m) , 5. 16 (2H, s) , 4. 74and4. 57 

(total 2H, each br 

s),4. 34 (IH, br 

t, J=11.7Hz),2. 90 (3H, s),2. 35 
-2. 17 (2H, m) , 2. 07-1. 93 (2H, m) 
, 1. 93-1. 78 (2H, m) , 1. 71-1. 57 ( 
lH,ni), 1.51-1. 19(3H,in) 







320 


IH. NMR(6) ppm 


o 

HO^ 


2HCI .N=\ 


} 


300MHz, DMS0-d6 
8. 94and8. 06 (4H, ABq, J=6. 8Hz) 
. 8. 33 (IH, s) , 8. 28and8. 05 (2H, 
A' B' q, J=8. 7Hz) , 7. 80 (IH, s) , 7 
. 73and7. 22 (4H, A'B'q, J=8. 7Hz 
) , 7. 63and7. 57 (2H, A"' B"' q, J= 
7. 9Hz) , 5. 30 (2H, s) , 4. 34 (IH, b 




. (J ■ 


0 ^ 


t, J=12. lHz),3.04(3H, s),2. 97 
(3H,s),2. 38-2. 18(2H,ni),2.10 
-I.96(2H,in), 1. 93-1. 8G(2H,ni) 
, I. 72-1. 58(IH, III), 1.62-1. 08 ( 
3H,in) 


mm ' 


> 9 0% (NMR) 




MS 


575 (M+1) 







419 
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321 



N N~ 



>9 0% (NMR) 



MS 



663 (M+I) 



IH NMR(6 ) ppm 

300MHz, DMS0-d6 
11.19(lH,br 

s) , 8. 31 (IH, s) , 8. 23ahd8. 02 (2 
H, ABq. J=9. GHz) , 7. 77 (IH, s) , 7 
. 72and7. 23 (4H, A' B' q, J=8. 7Hz 
) , 7. 59and7. 48 (2H, A'B'q, J=7. 
9Hz) , 7. 53and7. 51 (4H, A"' B"' q 
, J=9. GHz) , 5. 16 (2H, s) , 4. 72-2 
.97(8H,br m) , 4. 34 (IH, br 
t, J=12. IHz) . 2. 79 (3H, s) , 2. 38 
-2. 17 (2H, m) , 2. 07-1. 93 (2H, m) 
, 1. 93-1. 78 (2H, m) , 1. 69-1. 58 ( 
lH,m), 1.50-1. 10(3H.in) 



322 



HO 




mi 



> 9 0% (NMR) 



MS 



671 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
9. 54 (IH, t, J=5. 7Hz) , 8. 91 (IH, 
s) , 8. 81 (IH, d, J=4. 9Hz) , 8. 48 ( 
IH, d,J=7.9Hz),8. 32(1H, s),8. 
27 (IH, d, J=9. OHz) , 8. 25 (iH. s) 
, 8. 07-7. 97 (3H, m) , 7. 74and7. 2 
5(4H. ABq, J=8. 9Hz) , 7. 56-7. 49 
(5H, 111) , 5. 16 (2H, s) , 4. 69 (2H, d 
, J=5. 6Hz),4. 36 (IH, br 
t, J=12. 4Hz) , 2. 37-2. 20 (2H, m) 
, 2. 09-1. 97 (2H, m) , 1. 91-1. 78 ( 
2H, m) , 1 . 70-1. 57 (IH, m) , 1. 50- 
1. 17(3H,ni) 



323 




m 



MS 



> 9 0% (NMR) 



671 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
9. 52 (IH. t, J=6. OHz) , 8. 72 (IH, 
d, J=5. 3Hz) , 8. 30-8. 19 (4H, m) , 
8. 08 (IH, d, J=7. 9Hz) , 8. 02 (IH, 
d, J=7. 6HZ) , 7. 77-7. 64 (4H, m) , 
7. 57-7. 49 (5H, m) , 7. 24 (2H, d, J 
=8. 7Hz),5. 16(2H, s),4. 77 (2H, 
d. J=5. 6Hz) , 4. 34 (IH, t. J=12. 8 
Hz) , 2. 36-2. 19 (2H, m) , 2. 07-1. 
95 (2H, m) , 1 . 9 l-L 78 (2H, m) , 1 . 
69-1. 59 (lH,m). 1.45-1. 20 (3H, 
m) ■ 



420 



wo 03/000254 
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211 



, 324 




MS 



> 9 0% (NMR) 



662 (M+1) 



IH ^MR(6) ppm 

300MHz, DMS0-d6 
8. 36 (IH, d, J=7. 9Hz) , 8. 30 (IH, 
s) , 8. 28and8. 05 (2H, ABq, J=8. 8 
Hz) , 8. 16 (IH, s) , 7. 79and7. 46 ( 
2H, A' B' Q, J=8. 3Hz) , 7. 74and7. 
25 (4H, A'B'q, J=8. 9Hz) , 7. 52an 
d7. 50 (4H. A"' B"' q, J=8. 7Hz) , 5 
.14(2H, s),4. 36(lH,br 
t. J=12. IHz) , 3. 80 (IH, br 
s),2. 39-2. 18 (2H, m) , 2. 10-1.9 
8 (2H. m) , 1. 93-1. 57 (8H, m) , 1. 4 
9-1.04(8H,ra) 



325 


IH NMR(6) ppm 

BOOMHz, DMS0-d6 

8. 86 (IH, t, J=6. OHz) , 8. 84and8 
. 00 (4H, ABq, J=6. 6Hz) , 8. 33 (IH 
, s) , 8. 27ajid8. 04 (2H, A' B' q, J= 

9. OHz) , 8. 12 (IH, s) , 7. 92aiid7. 
46 (2H, A"B''q, J=7. 9Hz) , 7. 74an 
d7.-23 (4H, A"' B" q, J=9. OHz) , 7 
. 53and7. 49 (4H, A'^B'^q, J=9. 1 
Hz), 5. 13 (2H, s),4. 36 (IH, br 

t, J=12. BHz) , 3. 70 (2H, td, J=6. 
8, 6. OHz) , 3. 21 (2H, t, J=6. 8Hz) 
, 2. 38-2. 20 (2H, m) , 2. 09-1. 95 ( 
2H, m), 1. 91-1. 77 (2H, m) , 1. 70- 
1. 59 (IH, m) , 1. 49-1. 20 (3H, m) 


CI 


> 9 0% (NMR) 


MS 685 (M+1) 




mmwm-^ 326 


IH NMR(6) ppm 

300MHz, DMS0-d6 
12.80(lH,brs),8.23(lH, s),7. 
90 (IH, d, J=8. 7Hz) , 7. 83 (IH, d, 
J=8. 7Hz) , 7. 60-7. 50 (5H, m) , 7. 
39 (2H, d, J=7. BHz) , 7. 23-7. 10 ( 
3H, m) , 7. 05 (IH, d, J=7. BHz) , 6. 
85 (IH, s) , 3. 94 (IH, s) , 2. 97, 2. 
88 (6H, s) , 2. 30-2. 10 (2H, m) , 1. 
90-1 . 50 (5H, m) . I. 40-1 . 00 (3H, 
m) 


F 


^ • > 9 0% (NMR) 


MS 610 (M+1) 



421 



wo 03/000254 
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212 







327 


IH NMR(6) ppm 


o 


^ o 

F 


p 
OH 


300MHz, DMS0-d6 
1 3. 20-12. 60 (2H, brs) , 8. 23 (iH 
, s) , 7. 98 (2H, d, J=6. 6Hz) , 7. 95 
(IH, d, J=8.7Hz).7.87(lH. d, J= 
8. 7Hz) , 7. 70-7. 50 (5H, m) . 7. 27 
-7. 20 (3H, ra) , 7. 08 (IH, d, J=7. 8 
Hz), 6. 90 (IH, s),3.93(lH. s),2 
.51-2. 05(2H,ni). 1.90-1. 70 (4H 
,m), 1.65-1. 55 (lH,ffl), 1.40-1. 
10(3H,m) 




> 9 0% (NMR) 






MS 


583 (M+1) 







422 
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R' 

g / \ 2 


»-§- 


R 


R' 


2001 


-H 


4-(-Me) 


2002 


-H 


3-(-CF3) 


2003 


5-(-F) 


-H 


2004 


3-(-F) 


2-(-F) 


2005 


6'Kr) 


6'\:r) 


2006 






2007 






2008 


D-\-r) 




2009 






2010 


4-(-F) 


4-(-Cl) 


2011 


o \ r / 


^ \ XYicJ/ 


2012 


5-(-F) 


4-(-CF3) 


2013 


5-(-F) 


4-(-C02H) 


2014 


5-(-F) 


4-(-C02Me) 


2015 


5-(-F) 


4- 


2016 


5-(-F) 


4-(-CONH2) 


2017 


5-(-F) 


4-{-C0NCMe)2} 


2018 


5-(-F) 


4-(-0Me) 


2019 


5-(-F) 


4-(-SMe) 


2020 


5-(-F) 


V —S-Me ) 

4- 


2021 


5-(-F) 


4-0 ^ 


2022 


4-(-CD 


-H 


2023 


4-(-CD 


4-(-F) 
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2024 


4-(-CD 


4-(-CD 


2025 


4-(-CD 


4-(-Me) 


2026 


5-(-CD 


4-(-CF3) 


2027 


4-(-a) 


4-(-C02H) 


2028 






2029 


5-(-C]) 


\ ' \ / / 

4- 


2030 


4-(-Cl) 


. 4-(-C0NH2) 


2031 


5-(-Cl) 


4-{-CONCMe)2> 


2032 


5-(-CD 


3-(-0Me) 


2033 


4-(-Cl) 


4-(-SMe) 


2034 


5-(-C]) 


V —S-Me J 

4- 


2035 


4-(-Cl) 


0 

( —S-Me ) 
4- 0 


2036 


5-(-CN) 


4-(-F) 


2037 


4-(-CN) 


4-(-CD 


2038 


5-(-N02) 


4-(-F) 


2039 


4-(-N02) 


4-(-CD 


2040 


5-(-Me) 


4-(-C02H) 


2041 


5-(-Me) 


4-(-C02Me) 




5-(-Me) 


4- 


2043 


5-(-CF3) 


4-(-C02H) 


2044 


5-(-CF3) 


4-(-C02Me) 


2045 


0 V v^Jc 3/ 


4- 


2046 


5-(-C02EJ) 


4-(-F) 


2047 


4-(-C02H) 


4-(-ca) 


2048 


5-(-C02Me) 


4-(-P) 


2049 


5-(-C02Me) 


4-(-CD 


2050 


5-(-Ac) 


4-(-F) 


2051 


5-(-Ac) 


4-(-CD 


2052 


5- 


-H 
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2053 




4-(-F) 


2054 


0" 


4-(-C]) 


2055 


/ li a/ \ \ 

5" 


4-(-CN) 


2056 




4-(-N02) 


2057 


( O ) 

0" 


4-(-Me) 


2058 


,.(-0) 


4-(-CF3) 




\ V_/ / 

5- 




2060 


( \ 

5* 


4-(-C02H) 


2061 






2062 


( 11 m"^ \ 1 

5- ^ 


4- 


2063 




4-(-C0NH2) 


2064 




4-{-CON(Me)2^ 


2065 


,(^0) 


4-{-C(=NH)NH2} 


2066 




4-(-0Me) 


2067 


5- ^ ^ 


^ — 0-CH2-"-N^_J> j 


2068 




4-(-NEiMe) 


2069 


^ \ \ / / 

0* 


4-(-NHAc) 


2070 


5- ^ ^ 


( —N-S-Me) 
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2071 


5" 


4-v-lSMe; 






( 

V — S— Me / 

4- 


2073 


&■ 


/ fi \ 
4- 0 


liX) ( 4 




( — S— NH 1 
4- 0 


2075 


&■ 


f ^ 1 
4- 0 


2076 


5-(-CO]S!H2) 


-H 


2077 


5-(-CONH2) 


4-(-F) 


2078 


5-(-CONH2) 


2,3,4,5,6-penta-(-F) 


2079 


5-(-C0NH2) 


2-(-Cl) 


2080 


5-(-CONH2) 


3-(-Cl) . 


2081 


3-(-C0NH^ 


2-(-C]) 


2082 


3-(-CONH2) 


3-(-Cl) 


2083 


3-(-CO]S!H2) 


4-(-CD - 


2084 


4-(-CO]SlH2) 


2-(-CD 


2085 


4-(-C0NH2) 


3-(-Cl) 


2086 


4-(-CONH2) 


4-(-C]) 


2087 


6-(-C0NB2) 


2-(-Cl) 


2088 


6-(-C0NH2) 


3-(-CD 


2089 


6--(-CONH2) 


4-(-CD 


2090 


5-(-CONH2) 


3,5-di-(-GD 


2091 


5-(-CONH2) 


4-(-CN) 


2092 


5-(-CONH2) 


4-(-N02) 


2093 


5-(-CONH2) 


4-(-Me) 


2094 


5-(-CO]SIH2) 


2,6-cli-(-Me) 


2095 


S-C-CONHa) 


4-(-CP3) 


2096 
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5- 0 


4-(-Me) 


2448 


-i — S— WCMel f- 


\ OX" 3/ 


244y 


r \ 

5- 0 




2450 


f ^ \ 
5- 0 




2451 


r \ 

i — o"-^N {mej 2 r 

5- 0 


4-v oMe^ 


2452 


f 0 


( — S-Me) 

4- 


2453 


— S-N(Me)2 \ 
5- 0 


4-^0 
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^ 4 3 R 




R 


R' 


2454 


2-(-F) 


2-(-F) 


2455 


2-(-F) 


3-(-F) 


2456 


2-(-F) 


4-(-F) 


2457 


3-(-Cl) 


3-(-Cl) 


2458 


3,5-di-(-Cl) 


3,5-di-(-Cl) 


2459 


3-(-CN) 


3-(-CN) 


2460 


3-(-N02) 


3-(-N02) 


2461 


3-(-Me) 


3-(-Me) 


2462 


3-(-CF3) 


3-(-CF3) 


2463 


3-(-Ac) 


3-(-Ac) 


2464 


3-(-C02H) 


3-(-C02H) 


2465 


3-(-C02Me) 


3-(-C02Me) 


2466 


3- 




2467 


3-(-CONH2) 


3-(-CONH2) 


2468- 


3-(-CONH2) 


3-(-F) 


2469 


3-(-CONH2) 


3-(-Cl) 


2470 


3-{-CON(Me)2} 


3-{-CONCMe)2} 


2471 


O I v.VitJ/2> 


3-(-F) 


2472 


3-{-C0N(Me)a^ 


3-(-C3) 


2473 


3-{-C(=NH)NEi2} 


3-{-C(=NH)NH2} 


2474 


3-(-0Me) 


3-(-0Me) 


2475 


3.("° ^"^-^O ) 




2476 


3-(-NHMe) 


3-(-NHMe) 


2477 


3-(-NHAc) 


3-(-NHAc) 


2478 


3-^ "0 ^ 


( — N-S-Me ) 

3^ Ha ^ 
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2479 


3-(-SMe) 


3-(-SMe) 




I Q— lilo 1 

3- 


V — ^— Mp 7 

3- 


2481 


( —S-Me ) 
3- 0 


(-S-Me) 
3- 0 


2482 




3- ° 


2483 


r ^ 1 

3- 0 


3- 0 


2484 




4-(-F) 


2485 


3-(-CD 


4-(-CD 


2486 


4-(-CN) 


4-(-ClSD 


2487 


4-(-N02) 


4-(-N02) 


2488 


3-(-Me) 


4-(-Me) 


2489 


4-(-Me) 


2,6-di-(-Me) 


2490 


4-(-CF3) 


4-(-CP3) 


2491 


4-(-Ac) 


4-(-Ac) 


2492 


4-(-C02H) 


4-(-C02H) 


2493 


4-(-C02Me) 


4-(-C02Me) 


2494 


4" 


4- 


2495 


4-(-C0NH2) 


4-(-C0NHa) 


2496 


4-(-CONH2) 


4-(-F) 


2497 


4-(-CONH2) 


2,3,4,5,6-penta-(-F) 


2498 


4-(-CONH2) 


4-(-Cl) 


2499 


4-{-CON(Me)2} 


4-{-C0NCMe)2} 


2500 


4-{-CON(Me)2} 


4-(-F) 


2501 


4-{-CON(Me)2} 


4-(-Cl) 


2502 


4-{-CONCMe)2} 


3,5-di-(-Cl) 


2503 


4-{-C(=NH)NH2} 


4-{-C(=NH)NH2} 


2504 


4-(-0Me) 


4-(-0Me) 


2505 


4-(-0Me) 


3,4,5-t3:i-(-OMe) 


* 2506 


^ (-0 CHJi-N3> ) 


4.(-°-^"^"^0 ) 


2507 


4-(-NHMe) 


4-(-NHMe) 
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2508 


'l-(-NllAc) 


4-(-NHAc) 


2509 


( N S Me) 


( N S He) 


2510 


4-(-SMc) 


4-(-SMo) 




I — C— Mpj / 

4- 


\ — S-Me / 

4- 


251 2 


/ ^ ^ 

1 C— Up 1 

4- 0 


( S Me) 
4- 0 


oc: 1 o 


f S NH,) 

\ n 2/ 

4- 0 


4-^0 ^ 


2514 


|-S-N(Me), } 


{ - S- N(Me)2 ) 
4-^0 
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/^i:?- /xTrl 


E 


R' 


2515 


-H 


-H 


2516 


2-(-P) 


3-(-F) 


2517 


3-(-Cl) 


3-(-CD 


2518 


3-(-CN) 


3-(-CH) 


2519 


3-(-N02) 


3-(-N02) 


2520 


3-(-Me) 


3-(-Me) 


2521 


3-(-CF3) 


3-(-CF3) 


2522 


3-(-Ac) 


3-(-Ac) 


2523 


3-(-C02H) 


3-(-C02H) 


2524 


3-(-C02Me) 


S-C-COsMe) 


2525 


3- 


3- 


2526 




3-(-CONH2) 


2527 


3-{-GONH2) 


3-(-F) 


2528 


3-(-CONH2) 


3-(-Cl) 


2529 


3-{-CONCMe)2^ 


3-{-CON(Me)2} 


2530 


8-{-CON(Me)2} 


3-(-F) 


2531 


3-{-CONCMe)2} 


3-(-C]) 


2532 


3-{-C(=NH)NH2} 


3-{-C(=NH)NH2} 


2533 


8-(-0Me) 


3-(-0Me) 


2534 


3.(-° ^«^0 ) 


^ (-0 oh,-lO ) 


2535 


3-(-NHMe) 


3-(-NHMe) 


2536 


3-(-NHAc) 


8-(-NEIAc) 


2537 


( —N-S-Me^ 
3> Ho >^ 


3- 0 


2538 


3-(-SMe) 


8-(-SMe) 
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2539 


( fi ^ 

3- 


V —S-Me/ 

3- 


2540 


/ ^ ^ 

1 C— Mo i 

3- 0 


{ — s— Me 1 

3- 0 


2541 


3- " 


1 C— MH 1 

3- 0 


2542 


|— S-N(Me)2 1 
3" ^ 


f ^ \ 

|— S~N(Me)2 J 

3- ^ 


2543 


3-(-F) 


4-(-F) 


2544 


4-(-ca) 


4-(-CjD 


2545 


4-(-CN) 


4-(-CN) 


2546 


4-(-N02) 


4-(-N02) 


2547 


4-(-Me) 


4-(-Me) 


2548 


4-(-CF3) 


4-(-CF3) 


2549 


4-(-Ac) 


4-(-Ac) 


2550 


3-(-C02H) 


4-(-C02H) 


2551 


4-(-GOdS4e) 


4-(-C02Me) 


2552 






2553 


4-(-C0]S!H2) 


4-(-CONH2) 


2554 


4-(-C0NH^ 


4-(-F) 


2555 


4-(-CONH2) 


4-(-CD 


2556 


3-{-CON(Me)2^ 


4-{-CONCMe)2} 


2557 


3-{-CONCMe)2^ 


4-(-F) 


2558 


4-{-CONCM[e)2} 


4-(-CD 


2559 


4-{-C(=NH)NH2) 


4-{-C(=NEDNEl2} 


2560 


4-(-0Me) 


4-(-0Me) 


2561 






2562 


4-(-NHMe) 


4-(-NHMe) 


2563 


4-(-NEIAc) 


4-(-NHAc) 


2564 


(-N-i-»,) 




2565 


4-(-SMe) 


4-(-SMe) 


2566 


(—S-Me) 

4- 


(-S-Me) 

4- 
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/ ^ \ 

4- 0 


1 — S— Me J 
4-^0 


2568 


(— S-NH,) 
4- 0 


( — S-NH,) 
4- 0 


2569 


4-0 


4-^0 ^ 
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m. 217 



Py: t-yv'/V^ 


#■§- 


Py 


R' 


2570 


3-Py • 


-H 


2571 


3-Py 


3-(-F) 


2572 


3-Py 


8-(-CD 


2573 


3-Py 


3-(-Me) . 


2574 


3-Py 


B-C-GFa) 


2575 


3-Py 


3-(-Ac) 


2576 


3-Py 


S-C-COzH) 


2577 


3-Py 


3-(-C02Me) 


2o7o 


3-Py 


\ \ / / 

3- 


2579 


3-Py 


3-(-CONH2) 


2580 


3-Py 


3-{-CON(IV[e)2} 


2581 


3-Py 


4-(-F) 


2582 


3-Py 




2583 


3-Py 


4-(-Me) 


2584 


3-Py 


4-(-GF3) 


2585 


3-Py 


4-(-Ac) 


2586 


2-Py 


4-(-C02H) 


2587 


3-Py 


4-(-C02Me) 


2588 


8-Py 


4- 


2589 


4-Py 


4-(-CONH2) 


2590 


3-Py 


4-{-C0NCMe)2^ 
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p 

Py: fc'yi^/V'S 




Py 


R' 


2591 


.3-Py 


-H 


2592 


3-Py 


3-(-F) 


2593 


3-Py 


3-(-CD 


2594 


3-Py 


3- (-Me) 


2595 


3-Py 


S-C-CFs) . 


2596 


3-Py 


3-(-Ac) 


2597 


3-Py 


3-(-C02H) 


2598 


3-Py 


3-(-C02Me) 


2599 


6-ry 


f f \ 

3- 


2600 


3-Py 


3-(-CONH5D 


2601 


3-Py 


3-{-CON(Me)2} 


2602 


3-Py 


4-(-F) 


2603 


3-Py 


4-(-CJ) 


2604 


3-Py 


4-(-Me) 


2605 


3-Py 


4-(-CF3) 


2606 


3-Py 


4-(-Ac) 


2607 


3-Py 


4-(-C02H) 


2608 


3-Py 


4-(-C02Me) 


2609 


3-Py 




2610 


3-Py 


4-(-CONH2) 


2611 


3-Py 


4-{-C0NCMe)^ 
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mmwm^ 328 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 29 (IH, s),8. 23 (IH, d, J=9. 0 
Hz),8.02(lH. d. J=8.4Hz),7.8 
0(1H, s),7. 7l(2H,d,J=8.4Hz) 
,7.61(1H, d, J=9. 3Hz),7. 55-7 
.45(3H, ni),7.46(2H, d, J=8. IH 
z),7. 22 (2H, d, J=8. 7Hz) , 5. 16 
(2H, s,).4. 34 (IH, m),4. 20-3. 
40 (4H, m) , 2. 60-2. 15 (6H, m) , 2 
.10-1. 90 (2H, m) , 1. 85-1. 70 (2 

H. m), 1.65-1. 55 (IH, m), 1.50- 

I. 10(3H,ni) 


Cl 


> 9 0% (NMR) 


MS 662 (M+l) 




mmm^-^ 329 . 


IH NMR(6) ppm 

400MHz, DMS0-d6 
9. 80 (IH, brs),8. 32 (IH, s),8.3 
0(1H, d, J=8. 8Hz) , 8. 06 (IH, d, J 
=8. 8Hz) , 7. 74 (2H, d, J=8. 6Hz) , 
7. 48-7. 37 (4H, m),7. 22(lH.d, J 
=8. 6Hz).7. 17 (IH, d, J=8.2Hz), 
7. 05 (IH, d, J=2. 3Hz),6. 88 (IH, 
dd, J=8. 3, 2, 5Hz) , 5. 04 (2H, s) , 
4. 37 (IH, ni),2. 37-2. 22 (2H, m), 
2. 11-1. 98 (2H, in), 1.93-1.81(2 
H, m),l. 70-1. 58 (IH, m), 1.56-1 
.22(3H,ra) 


Cl 

Q HCI /=\ 


> 9 0% (NMR) 


MS 553 (M+l) 




mmm^^, 330 


IH NMR(6) ppm 

SOONWz, DMS0-d6 
8. 38 (IH, d, J=7. 5Hz),8. 32 (IH, 
s) , 8. 29 (IH. d, J=9. OHz) , 8. 16 ( 
IH, s),8. 05 (IH, d. J=9. OHz),?. 
96 (IH, d, J=7. 5Hz),7.75(2H, d, 
J=8. 4Hz) , 7. 53-7. 43 (5H, m) , 7. 
25 (2H, d, J=8. 4Hz) , 5. 13 (2H, s) 
, 4. 36 (IH, ra), 4. 12 (IH, sept, J= 
6. 9Hz),2. 40-2. 15 (2H, ni),2. 10 
-1. 95(2H,ra), 1.90-1. 75 (2H, m) 
.1. 70-L55(iH, m), 1.50-1. 20 ( 
■ 3H,ra),l.l8(6H.d.J=6.6Hz) 


Cl. 

0 HCI >==\ 

\ ^ Q N 


* > 9 0% (NMR) 


MS 622 (M+l) 
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331 




> 9 0% (NMR) 



MS 



636 (M+L) 



IH MR( 6) ppm 

300MHz, DMSO-dG 
8.31(1H, s),8.27(lH, d, J=8. 7H 
z),8. 05(lH.d. J=8. 7Hz),7.75- 
7. 41 (9H, m) , 7. 23 (2H, d, J=8. 7H 
z),4. 36(lH.m),4. 00-3. 90 (IH. 
m) . 2. 84 (3H, brs) , 2. 40-2. 15 (2 
H,ra),2. 10-2. 00 (2H, m), 1.95-1 
.75(2H,in), 1.70-1. 55 (IH, m), 1 
.50-1.00(7H,m) 



332 




> 9 0% (NMR) 



MS 



656 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
10. 42 (IH, s),8. 29 (IH, s),8. 27 
(IH, s),8. 10 (IH, d. J=7.9Hz),8 
. 03 (IH, d, J=8. 6Hz) , 7. 82 (2H, d 
,J=7. 5Hz),7.73(2H, d, J=8. 7Hz 
),7. 56-7. 52 (5H, m) , 7. 38 (2H, t 
, J=7. 9Hz) . 7. 26 (2H, d, J=8. 7Hz 
),7.13(1H, t,J=7.5Hz),5. 20(2 

H, s),4.35(lH,br 

t, J=1L 7Hz) , 2. 37-2. 19 (2H, m) 
,2. 07-1. 96 (2H, ra), 1.92-1. 79 ( 
2H, m) , 1. 69-1. 58 (IH. m) . 1. 50- 

I. 20(3H,m) 



333 



o 



HCI 



HO 




MS 



> 9 0% (NMR) 
678 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8.30(1H. s),8. 24and8.03(2H,A 
Bq, J=8. 8Hz) , 7. 71and7. 22 (4H, 
A' B' q. J=8. 8Hz),7. 69 (IH, s),7 
. 52 (4H, s) , 7. 50and7. 43 (2H, A' 
B'q, J=7.7Hz),5.15(2H.s)4. 35 
(IH, br 

t, J=12. lHz),4. 05-3. 15 (5H, br 
m) , 3. 27 (3H, s) , 2. 39-2. 20 (2H, 
m) , 2. 07-1. 75 (6H, in) , 1. 70-L 5 
8(lH,ni)l. 55-1. 20(5H,m) 
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IH NMR(6) ppni 

300MHz, DMS0-d6 
8.22(1H, d,J=L 5Hz).8.01(lH. 
d,J=9. 0Hz),7.89(lH,dd, J=8.6 
,1.5Hz),7.6l(2H, d,J=8.6Hz), 
7.50-7.39(4H,m).7.27(lH, d, J 
■=8.6Hz),7.22(lH, d, J=2. 6Ilz), 
7. 13 (2H, d, J=8.6Hz).7. 04 (IH, 
ddJ=8.2,2.6Hz),5.04(2H,s), 
4. 28 (IH, m),4.11(2H,t. J=6.3H 
z),3.57(2H, t,J=6. 3Hz),2,38- 
2. 17 (2H, n!),2. 00-1. 79(6H,m), 
1.70-1.59(1H, Di), 1.52-1.16(3 
H.m) 



335 




OH 



> 9 0% (NMR) 



IH « ( 6 ) ppm 

300MHz, DMS0-d6 
8.30(lH,d, J=1.5Hz),8. 27 (IH, 
d, J=9. OHz) , 8. 04(lH,dd,J=8.6 
,L5Hz).7. 72 (2H, d,J=9.0Hz) 
7.60-7.40(4H,ni),7.32-7. 19(4 
H,ni),7. 06 (IH. dd, J=8. 6, 3.0Hz 
),5. 08 (2H, s),4. 36 (IH, ra),4.0 
6(2H, t, J=4.8Hz),3.74(2H, t,J 
=4. 8Hz),2. 38-2. 19 (2H, m),2. 1 
3-1. 97 (2H.ni), 1.94-1. 78 (2H,ra 
), 1.72-1. 59(lH.m), 1.52-1. 
20(3H,ni) 



MS 



597 (M+1) 
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2 2 2 











#^ 




#^ 




340 


0.017 


360 


0.014 


341 


0. 025 


361 


0. 028 


342 


0.015 


362 


0. 020 


343 


0.017 


363 


0.11 


344 


0. 016 


364 


0. 12 


345 


0. 012 


365 


0. 020 


346 


0.025 


366 


0. 024 


347 


0.022 


367 


0, Oil 


348 


0.013 


368 


0. 024 


349 


0. 021 


369 


0. 022 


350 


0. 020 


370 


0. 017 


351 


0. 019 


371 


0.015 


352 


0. 013 


372 


0. 033 


353 


0. 023 


373 


0.013 


354 


0.013 


374 


0. 013 


355 


0. 015 


375 


0. 012 


356 


0.016 


376 


0.014 


357 


0. 019 


377 


0. 012 


358. 


0.017 


378 


0.018 


359 


0. 015 


379 


0. 021 
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2 2 3 





HCV/Ky T^y-if 














380 


0. 023 


409 


0.020 


381 


0.011 


410 


0.018 


382 


0. 015 


411 


0.015 


383 


0. 013 


412 


0.019 


384 


0. 016 


413 


0. 026 


385 


0.019 


414 


0. 024 


386 


0. 018 


415 


0.019 


387 


0. 025 


416 


0. 024 


388 


0.020 


417 


0. 029 


389 


0. 012 


418 


0. 016 


390 


0. 014 


419 


0. 021 


391 


0. 017 


420 


0.015 


392 


0. 014 


421 


0. 017 


393 


0. Oil 


422 


0.017 


394 


0. 019 


423 


0.017 


395 


0. 016 


424 


0. 020 


396 


0. 025 


425 


0.026 


397 


0. 037 


426 


0. 053 


398 


0. 077 


427 


0.020 


399 


0. 032 


428 


0. 026 
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^2 2 4 



mmm 
#^ 


HCV*°y^ 7— 

PJ.#Si4l Cso [mM] 


mmm 


ia#S^t4 I C 5 0 [ M MJ 


429 


0. 017 


455 


0. 015 


430 


0. 017 


456 


0, 017 


431 


0. 015 


457 


0. 015 


432 


0. 022 . 


458 


0. 015 


433 


0. 014 


459 


0. 014 


434 


0. Oil 


460 


0. 017 


435 


0. 012 


461 


0. 021 


436 


0. 026 


462 


0. 028 


440 


0. 070 


463 


0. 026 


442 


0. 024 


464 


0. 030 


443 


0. 030 


465 


0. 033 


445 


0. 33 


466 


0. 023 


446 


0.016 


467 


0.032 


447 


0. 12 


468 


0. 028 


448 


0.20 


469 


0. 024 


449 


0. 025 


502 


0. 024 


450 


0.040 


503 


0. 196 


451 


0. 031 


C At 




452 


0. 028 


701 


0. 052 


454 


0. 013 
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341 




> 9 0% (NMR) 



MS 



662 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8.29(1H, d, J=1.5Hz),8. 25 (IH 
.d, J=8. 7Hz).8. 03 (IH, dd, J=8 
. 7Hz) , 7. 72and7. 22 (4H, Abq, J 
=8.8H2),7.67(lH.d. J=L5Hz) 
,7. 52 (4H, s),7. 49 (IH, dd. J=7 
.9,1.5Hz),7.43(lH, d,J=7.9H 
z),4.46(lH,brs),4. 35 (IH, br 
t, J=l2.4Hz),3.62(lH,brs),3 
.06(lH,brs),2.79(lH,brs),2 
. 38-2. 20 (2H, brm) , 2. 08-1. 81 
(4H, brm) , 1- 77-1. 52 (4H, brm) 
, 1. 46-1. 20 (3H, brm) . 1. 19-1. 
00 (2H, brm) , 0. 94and0. 92 (tot 
al3H, each s) 





IH NMR(6) ppm 

300MZ, DMSG-d6 

8. 28 (IH, d, J=1.5Hz),8. 26 (IH, 
d, J=l. 8Hz) , 8. 19 (IH, d, J=8.8H 
z),8. 07 (IH, dd, J=7. 7, 1.8Hz), 
8. 00 (IH. dd.J=8. 8, 1.5Hz) 7. 7 
Oand?. 22 (4H, Abq, J=8. 8Hz) . 7. 
56-7. 50 (IH, m) , 7. 56 (4H, s) , 5. 
17 (2H. s),4. 33(lH,brt, J=12.5 
Hz), 2. 05 (3H, s),2. 37-2. 20 (2H 
, brm) , 2. 06-1. 80 (4H, brm) , 1. 7 
b-1. 60 (IH. brm) , L 50-1. 20 (3H 
, brm) 


OK 

\— ^ 0 


n& >9. 0% (NMR) 


- MS 679 (M+1) 






IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 20 (IH, d,J=L 5Hz),7.93(lH. 
d. J=8.6Hz),7.8.4(lH, dd, J=8. 3 
Hz. 1.5Hz),7.57(2H, d, J=8. 6Hz 
),7.50-7.40(4H,m),7.27(lH,d 
, J=8. 2Hz),7.22(lH, d, J=2. 6Hz 
),7. 10(2H,d,J=8.6Hz)7.01(lH 
,dd, J=8.6Hz, 2.6Hz),5. 02 (2H, 
s),4. 89(2H,s),4. 78 (IH, d, J=4 
.lHz),4. 38-4- l8(lH,m). 3. 96- 
3.81(lH,m),3. 78-3. 62(2H,m) 
- 3. 27-2. 99 (2H, m) , 2. 35-1. 15 (1 
4H,m) 


Cl 


n& ' >9 0% (NMR) 


MS 694 (M+1) 



458 



wo 03/000254 



PCT/JF02/06405 



226 





IH mH8) ppra 

300MHz, DMS0-d6 
8.30(lH,s).8. 23 (IH, d, J=8. 7H 
z),8. 02 (IH. d,J=8.4Hz),7. 7l( 

2H, Q, J— 0. inZ) , / . 00 1 , 10 KOn, 

m),7. 07 (IH, dd, J-8.4HZ, 3.0Hz 
^ R 07 (9U <i) 4 *^5(1H ni).4. 1 
7 (2H, t, J=4. 5Hz) , 3. 69 (2H, t, J 

5(2H,ffl),2. 10-1.80(4H,m) 1.7 
5-1. 60 (IH, m) , 1. 50-1. 20 (3H, m 

) 


0 


HCI 01 


> 9 0% (NMR) 




MS 


611 (M+1) 








345 


IH NMR06) ppm 

300MHz, DMS0-d6 
8. 29 (IH, d, J=L 5Hz),8.22(lH, 
d, J=8. 7Hz) , 8. 01 (IH, d. J=8. 7H 
z),7. 70 (IH, d, J=.8. 7Hz), 7. 50- 
7. 15(8H,m).7.07(lH, dd, J=8 4 
Hz, 2.4Hz),5. 07 (2H, s). 4 35(1 
H,ib),4. 17(2H,t,J=4.2Hz),3.7 
6(2H, t, J=4. 5Hz),3. 65-3.40(4 
H,m),3. 25 (3H, s),2. 40-2. 20(2 
H, m) , 2. 10-1. 80 (4H, m) , 1. 75-1 
. 65 (lH,m), 1,65-1. 20(3H,m) 


0 


HCI . 

jf >— C^o^_/=\ 

^ ^ ^~\_Q 


mm 


> 9 0% (NMR) 




MS 


655 (M+1) 








f:^ 346 


IH NMR(6) ppm 

300MZ, DMSO-dG 

8. 26 (IH, d,J=1.9Hz),8.23(lH, 
d J=l. 5Hz) , 8. 08-8. 02 (2H, m) , 
7.91(1H. dd.J=8. 7, 1.5Hz).7.6 
3and7. 16 (4H, Abq, J=8. 9Hz) , 7. 
56-7. 51 (5H, ra) , 5. 15 (2H, s) , 4. 
29 (IH, brt, J=U. 7Hz) , 2. 96(2H 
,d,J-6. 9Hz),2. 37-2. 12(3H,m) 
,2.00-1. 79(4H.brra). 1.71-1 6 
0 (IH, brm) 1. 49-1. 19 (3H. brm) . 
0.97and0.95(total6H,each s) 


0 

HO 


CI 




> 9 0% (NMR) 




MS 


621 (M+1) 





459 



wo 03/000254 



PCT/JP02/06405 



227 



347 




MS 



> 9 0% (NMR) 



634 (M+1) 



IH NMR(6) ppm 

300Mz, DMS0-d6 

8. 26 (IH, s),8. 22 (IH, s),8. 06 ( 
IH, s) , 8. 05 (IH. d, J=8. GHz) , 7. 
94and7. 85 (2H, ABq, J=8. 8Hz) > 7 
. 59and7. 15 (4H, A' B' q, J=8. 6Hz 
),7. 52 (4H, s),7.44(lH, d, J=8. 
GHz) , 5. 12 (2H, s) , 4. 27 (IH, brt 
, J=U. 4Hz) , 2. 38-2. 18 (2H, brra 
), 1.97-1. 77 (4H, brm), 1.70-1. 
59 (IH, brm) , 1. 49-1. 17 (3H. brm 
) 



348 




mi 



MS 



> 9 0% (NMR) 



680 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 32 (IH, s) , 8. 29 (IH, d, J=9. OH 
z),8. 06(lH,d. J=8. 7Hz),7. 74 ( 
2H, d, J=9. OHz) , 7. 72 (IH. brs) , 
7. 60-7. 45 (5H, m) . 7. 42 (IH, d, J 
=7. 8Hz) . 7. 24 (2H. d, J=8. 7Hz) , 
5. 15 (2H. s) , 4. 37 (IH, m) , 4. 00- 
3. 10 (6H, m) , 2. 40-2. 18 (2H, ra) , 
2. 15-1. 95 (2H, m) , 1. 90-1. 80 (2 
H,ni), 1.75-1. 20 (6H,m) 



349 



MS 




>9 0% (NMR) 



619 (M+1) 



IH NMR(6) ppm 

300MHz. DMS0-d6 
8.41(1H. d, J=1.5Hz),8. 33 (IH, 
d, J=l. 5Hz), 8. 26 (IH, d. J=8. 7H 
z) , 8. 18 (IH. dd, J=2. OHz. 8. OHz 
) , 8. 04(1H, dd, J=l. 5Hz, 9. OHz) 
, 7. 75 (2H, d, J=8. 7Hz) , 7. 63 (IH 
, d, J=8. IHz) . 7. 62-7. 45 (4H, ra) 
, 7. 26 (2H, d. J=8. 7Hz) , 5. 25 (2H 
,s),4.35(lH,m),2. 45(3H,s),2 
. 40-2. 18 (2H. m) , 2. 15-1. 95 (2H 
,ra), 1.90-1. 80 (2H.ffl), 1.75-1. 
55 (IH, m) , 1. 50-1. 20 (3H, m) 



460 



wo 03/000254 



PCT/JP02/06405 



228 



350 




mi 



> 9 0% (NMR) 



MS 



622 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 36 (IH. d, J=7.7Hz),8.29(lH 
s).8. 23 (IH, d, J=8. 8Hz) , 8. 02 ( 
IH, d, J=8. 6Hz) , 7. 94 (IH, d, J=7 
.9Hz),7. 84 (IH, d, J=l. 6Hz , 7. 
80-7. 65 (3H, m) , 7. 53 (4H, s) , 5. 
15 (2H, s) , 4. 34 (IH, m) , 4. 12 (IH 
,m),2. 35-2. 20(2H,m),2. IQ-L 
60 (5H, m) , 1. 50-1. 20 (3H, m) , 1. 
17 (6H, d, J=6.5Hz) 



351 




> 9 0% (NMR) 



MS 



648 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8.29(lH.s),8. 24 (IH, d, J=8. BH 
z),8, 02 (IH, d, J=8. 6Hz) , 7. 80- 
7. 65 (3H, m) . 7. 55-7. 45 (5H, m) , 
7.32(1H, d. J=1.5Hz),7.22(2H, 
d, J=8.8Hz),5. 13 (2H, s),4. 35 ( 
IH, m) , 3. 60 (2H, m) , 3. 33 (2H, m) 
.2. 40-2. 15(2H,in),2. 10-1. 15 ( 
14H. m) 



HCi 



m 



MS 




IH NMR(6) ppm 



300MHZ, DMS0-d6 
13. 20 (IH, brs) , 8. 30-8. 24 (2H, 
m),8. 13 (IH, s),8.04(lH,d, J=8 
.7Hz).7. 94(lH,d.J=8.0Hz) 7. 
75-7. 70 (3H, m) , 7. 55-7. 43 (5H, 
ni),7. 25 (2H, d, J=8. 7Hz). 5. 13 ( 
2H, s) , 4. 36 (IH, m) . 3. 53 (2H, s) 
,2. 40-2. 18(2H,m),2. 15-1. 95 ( 
2H, m) , 1. 90-1. .80 (2H, m) , 1. 75- 
1.55(lH,m), 1.50-1. 20 (9H.in) 



> 9 0% (NMR) 



652 (M+1) 



461 



wo 03/000254 



PCT/JP02/06405 



^ 229 



mmmm^ 353 


IH NMR(8) ppm 


0 


2HC1 '>==\ 


300MHz, DMS0-d6 

8. 41 (IH. s).8. 33-8. 29 (2H, m), 

8. 16 (IH, d. J=8. 2Hz) , 8. 07 (IH, 

H T— « fiH^S 7 77 f9H H T=R 7H 
Q, J~c5. DflZ/ ,1,11 u, J o. in. 

z) , 7. 62 (IH, d, J=8. OHz) , 7. 59- 
•7 51 (4H m) . 7 28 (2H. d. J=8. 8H 
z) , 5. 21 (2H, s) , 4. 56 (2H, s) , 4. 
37 (IH, m) . 2. 40-2. 18 (2H, m) , 2. 
15-1. 95 (2H, m) , 1. 90-1. 80 (2H, 
m),l. 75-1. 55(lH,ffl).l. 50-1.2 
0(9H,in) 


MS 


^9 0% (NMR) . 




MS 


634 (M+1) 





mMm^% 354 


IH NMR(6) ppm 


O 


HCI >==\ 

OH 


300MHz, DMS0-d6 
8.31(1H, s),8. 25 (IH, d, J=9. OH 
z) , 8. 03 (IH, d, J=8. 7Hz) , 7. 76- 
7.71(3H, ra),7.51-7. 47(5H,id), 
7. 33 (IH. s) , 7. 23 (2H, d, J=9. OH 
z),5. 14(2H,s),4.36(lH,ia),4. 
02 (IH. m) , 3. 75 (IH, m) , 3. 56 (IH 
, m) , 3. 22 (2H, m) , 2. 40-2. 18 (2H 
,m),2. 15-1. 95 (2H.in), 1.90-1. 
55(5H,ra). 1.50-1. 20 (5H.m) 


> 9 0% (NMR) 




MS 


664 (M+1) 





%mm^ 355 


IH NMR(6) ppm 


O HOI ^'>==^ 


300N!Hz, DMS0-d6 
8. 62 (IH, t, J=5. 7Hz) , 8. 32-8. 3 
0 (2H, ra) , 8. 25 (IH. d. J=8. 7Hz) , 
8. 03 (IH, d, J=8.7Hz),7. 96 (IH, 
d, J=8. IHz) , 7. 86 (IH, s) , 7. 75 ( 
IH, d, J=9. OHz) , 7. 72 (2H, d, J=9 
. OHz) , 7. 55-7. 50 (4H, m) , 7. 22 ( 
2H, d, J=9.0Hz),5. 17(2H,s),4. 
35 (IH, m) , 3. 52 (2H, t, J=6. OHz) 
, 3. 36 (2H, t, J=6. OHz) , 2. 40-2. 
18 (2H, m) , 2. 15-1. 95 (2H, m) , 1. 
90-1. 80 (2H, m) , 1. 75 1. 55 (IH, 
m), 1.50-1. 20(3H,m) 

•7 


> 9 0% (NMR) 


MS 624 (M+1) 




462 



wo 03/000254 



PCT/JP02/06405 



230 



356 




MS 



> 9 0% (NMR) 



671 (M+1) 



IH NMR(6) ppm 
30QMz, DMS0-d6 

9. 30 (IH, t, J=5. 9Hz) , 8. 54 (2H, 
d, J=5. 9Hz) , 8. 22 (IH, s) , 8. 02- 
7. 79 (5H, m) . 7. 59and7. 12 (4H, A 
Bq, J=8. 6Hz) , 7. 55 (4H. s) , 7. 37 
(2H, d, J=5. 9Hz) , 5. 15 (2H, s),4 
. 54 (2H, d, J=5. 7Hz) , 4. 26 (IH. b 
rt, J=12. BHz) , 2. 36-2. 18 (2H, b 
rm) , 1. 97-1. 78 (4H, brm) , 1. 70- 
1. 60 (IH, brm) , 1. 47-1. 17 (3H, b 
rm) 



MS 



CI 



HCl 



t> 



357 




> 9 0% (NMR) 



608 (M+1) 



IH NMR(6) ppm 
300Mz, DMS0-d6 

8.31(lH,d, J=1.5Hz),8. 43 (IH, 
d, J=8. 4Hz) , 8. 03 (IH. dd, J=8. 4 
,L5Hz),7. 74 (IH. d,J=8. IHz), 
7. 73and7. 23 (4H, ABq, J=9. OHz) 
,7. 54-7. 51 (5H, in), 7. 37 (IH, d, 
J=l. 8Hz), 5. 14 (2H, s), 4. 36 (IH 
. brt, J=12. IHz) , 2. 98 (6H, brs) 
, 2. 37-2. 20 (2H, brm) , 2. 08-1. 8 
1 (4H, brm) , 1. 70-1. 60 (IH, brm) 
, 1. 50-1. 21 (3H, brm) 




HO 



MS 



^9 0% (NMR) 



635 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 33 (IH. s),8.31(lH, d, J=8. 7H 
z).8. 14 (IH, s).8.07(lH, d. J=8 
.7Hz),7. 92 (IH, d,J=8. DHz),7.^ 
76 (2H, d, J=8. 7Hz) , 7. 52-7. 40 ( 
5H.m),7.31-7. 26(3H.m),5. 15 ( 
2H, s),4. 37(lH,m),2. 40-2. 18 ( 
2H.m),2. 15-1. 95 (2H,m),1.90- 
1. 80 (2H, m) , 1. 75-1. 55 (IH, m) , 
1.50-1. 20 (3H,m) 



463 



wo 03/000254 



PCT/JP02/06405 



^ 231 





l-i- 359 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8.3l(lH,s),8. 25(lH,d, J=8.7H 
z) , 8. 10-7. 90 (2H, m) , 7. 82 (IH, 
dd, J=7. 8Hz, 1. 8Hz) , 7. 72 (2H, d 
. J=9. OHz) , 7. 63 (IH, d. J=8. IHz 
) , 7. 23 (2H, d, J=9. GHz) , 5. 25 (2 
H, s) , 4. 34 (IH, ra) , 3. 65-3. 50 (1 
H, m) , 3. 20-3. 05 (2H. m) , 2. 90-2 
. 75 (2H, m) , 2. 40-2. 15 (2H, m) , 2 
. 10-L 10(12H.Bi) 


0 


"~ci 

HC! >=\ 

o 




> 9 0% (NMR) 


MS 


700 (M+1) 






IH NMR(6) ppm 

300MHz. DMS0-d6 
8. 33 (IH, s) , 8. 30 (IH, d, J=8. 5H 
z) , 8. 06 (IH, d, J=10. IHz) , 8. 80 
-8. 65 (3H, m) , 8. 60-8. 45 (3H, m) 
, 7. 42 (IH, d, J=7. 8Hz) , 7. 35-7. 
15 (4H, m) . 5. 15 (2H, s) , 4. 36 (IH 
,ni),3.01, 2. 97(6H, s),2. 40-2. 
15 (2H, m) , 2. 10-1. 75 (4H, m) , 1. 
70-1. 55 (IH, m) , 1. 50-1. 20 (3H, 
m) 


o 

iHO^ 




> 9 0% (NMR) 


MS 


592 (M+l) 






IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 35-8. 20 (2H, m) , 8. 05 (IH, d, J 
=8. 7Hz) , 8. 80-8. 65 (3H, m) , 7. 6 
0-7. 40 (3H, id) , 7. 40-7. 30 (5H. m 
),5. 17 (2H, s),4. 35(lH,m),3.0 
1, 2. 97 (6H, s) , 2. 40-2. 15 (2H, m 
),2. l0-1.80(4H,m), 1.70-1.20 
(4H,ffl) 


o 




mm- 


> 9 0% (NMR) 


MS 


592 (M+l) 



464 



wo 03/000254 



PCT/JP02/06405 



232 





362 


IH >MR(6) ppm 




CI 

HCl 


300MHz, DMS0-d6 
8. 33 (IH, s) , 8. 29 (IH, d, J=8. 7H 
z) , 8. 06 (IH, d, J=8. 7Hz) , 7. 79 ( 
2H, d. J=9. OHz) , 7. 76 (IH, d, J=9 
.OHz), 7. 60(lH,d, J=8.1Hz),7. 
"SSdH dd T=l 7Hz 8 OHz). 7. 3 
5 (2H, d, J=8. 7Hz) , 6. 85-6. 80 (2 
H, m) , 5. 29 (2H, s) , 4. 38 (IH, m) , 
3. 01, 2. 96<6H. s) , 2. 40-2. 18(2 
H, m) , 2. 15-1, 95 (2H, m) , 1. 90-1 
. 80 (2H, m) , 1. 75-1. 55 (IH. m) , 1 
.50-1. 20(3H,m) 


> 9 0% (NMR) 


MS 


614 (M+l) 





mmmm^ 363 


IH ^MR(6) ppm 

300MHz, DMS0-d6 
8. 28 (IH, d. J=l. 3Hz) , 8. 20-8. 1 
0 (2H, m) , 8. 98 (IH, d, J=8. 6Hz) , 
7. 90-7. SO (2H, m)., 7. 75 (2H, d, J 
=8. 7Hz) , 7. 36 (2H, d, J=8. 7Hz) , 
7.04(lH,d, J=L3Hz),5. 35 (2H, 
s),4. 36(lH,m),2.39(3H, s),2. 
35-2. 15 (2H, m) , 2. 05-1. 75 (4H, 
ffi) . 1. 70-1. 60 (IH, m) , 1. 50-1. 2 
•0(3H,ni) 


o 


HCl 




> 9 0% (NMR) 


MS 


586 (M+l) 




364 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8.31(1H, s),8.26(lH, d, J-8. 7H 
z),8. 13 (IH, s),8. 04 (IH, d, J=9 
. OHz) , 7. 90-7. 70 (4H, m) , 7. 65 ( 
IH, s),7.39(2H,d, J=9.0Hz),5. 
37 (2H. s),4. 38 (IH, ni),2. 40-2. 
20 (2H, m) , 2. 15-2. 00 (2H, m) , 1. 
95-1. 80 (2H, ra) , 1. 75-1. 60 (IH. 
m), 1. 50-I.20(3H,m) 


o 


HCl 




> 9 0% (NMR) 


MS 


604 (M+l) 


465 



wo 03/000254 



PCT/JP02/06405 



^ 233 



365 



o 



HCI 




> 9 0% (NMR) 



MS 



618 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8.28(m,s),8.23(lH,s).8. 17 ( 
m, d, J=8. 7Hz) , 8. 00 (2H, t, J=6 
.9Hz),7. 69(2H,d, J=8.4Hz), 7. 
60-7. 45 (5H, m) , 7. 21 (2H, d. J=8 
.4Hz),7. 05 (IH, s)5. 19 (2H, s), 
4. 33(lH.in),2. 41(3H. s),2.40- 
2. 20 (2H, m) , 2. 10-1. 80 (4H. m) , 
1. 70-1. 60 (IH, ra) , 1. 50-1. 20 (3 
H,ni) 



mmm^-^ see 


IH NMR(a) ppra 

300MHz, DMS0-d6 
8.26(lH,s),8. 17 (IH, s),8. ll(. 
IH, d. J=8.7Hz),'?. 95 (2H, d, J=9 
.6Hz).7. 70-7. 40 (8H, m),7 19 ( 
2H, d, J=8. 4Hz) , 5. 18 (2H, s) , 4. 
30(lH,in),2.51(3H, s),2. 40-2. 
15 (2H. m) , 2. 05-1. 80 (4H, m) , 1. 
75-1. 60 (IH, m), 1. 50-1. 20 (3H, 
ra) 


Cl 

HCI >=\ 


> 9 0% (NMR) 


MS 634 (M+1) 




mmmm'^ se? 


IH NMR (.6) ppm 
300Mz, DMS0-d6 

8. 42 (IH, d, J=1.9Hz),8. 30 (IH. 
J=, 1.5Hz), 8. 27 (IH, d, J=8. 7Hz 
),8. 18 (IH, dd, J=7.9, 1.9Hz),8 
.04(lH,dd, J=8. 7, 1. 5Hz),7.75 
and7. 29 (4H, ABq, J=8. 9Hz) 7. 63 
(IH, d, J=7. 9Hz) , 5. 23 (2H, s) , 4 
. 36 (IH, brt, J=12. 3Hz)2. 37-2. 

20 (2H, brm) , 2. 08-1. 80 (4H, brm 
), 1. 71-1. 60(1H, brm), 1.51-1. 

21 (3H, brm) 


HCI \=r^ 


' > 9 0% (NMR) 


MS 605 (M+1) 



466 



wo 03/000254 



PCT/JP02/06405 



m, 234 





368 


IH NMR(6) ppm 
300Mz, DMS0-d6 

8. 30 (IH, d, J=l. 5Hz) , 8. 25 (IH, 
d, J=8. 6Hz) , 8. 04 (IH, dd, J=8. 6 
, 1. 5Hz) , 7. 93and7. 67 (4H, ABq, 
J=8. IHz) , 7. 80 (IH, d, J=2. 2Hz) 
, 7. 72and7. 21 (4H. A' B' q, J=8. 6 
Hz) , 7. 60 (IH, dd, J=8. 1, 2. 2Hz) 
, 7. 44 (IH, d, J=8. IHz) , 5. 13 (2H 
,s),4. 34(lH.brt, J=ll. 7Hz),2 
. 37-2. 19 (2H, brm) , 2. 09-1. 80 ( 
4H, brm) . 1. 72-1. 60 (IH, brm) , 1 
.50-1. 21 (3H, brm) 




\ 

HCl /==\ 
\J 


> 9 0% (NMR) 


MS 


562 (M+l) 






369 


IH ^MR(6) ppm 

300Mz, DMS0-d6 

8. 30 (IH, d, J=l. 5Hz) , 8. 25 (IH, 
d, J=8. 6Hz) , 8. 16and7. 72 (4H, A 
Bq, J=8. 4Hz) . 8. 13 (IH, dd, J=8. 

6. 1. 5Hz),7. 80(lHd, J=2.2Hz), 

7. 70and7. 24 (4H, A' B' q, J=8. 8H 
z) , 7. 61 (IH, dd, J=8. 1, 2. 2Hz) , 
7.48(lH,d, J=8. IHz), 5. 17 (2H, 
s).4. 33(lH,brt,J=12. IHz), 2. 
36r2. 18 (2H, brm) , 2. 08-1. 77 (4 
H, brm), 1. 69-1. 57 (IH, brm), 1. 
49-1. 17(3H.brm) 




N' NH 
HCl >=\ 

t> ^« 




> 9 0% (NMR) 


MS 


605 (M+l) 






370 


IH NMR(6) ppm 

300MHz, DMS0-d6 
10. 94 (IH, brs) , 8. 33 (IH, s) , 8. 
27 (IH, d, J=8. 7Hz) , 8. 04(1H, d, 
J=8. 7Hz) , 7. 74 (2H, d, J=8. 4Hz) 
,7. 56-7. 29(6H,m),7. 23(2H.d. 
J=8. 7Hz) , 7. 13 (IH, d, J=8. 7Hz) 
,5. 08 (2H, s),4.51(2H,brs),4. 
36 (IH, m) , 3. 94 (IH, brs) , 3. 75- 
3, 00 (6H, m) , 3. 20-1. 20 (14H, m) 






> 9 0% (NMR) 


MS 


680(Kl+l). 



467 



wo 03/000254 



PCT/JP02/06405 



^ 235 



371 


IH NMR(6) ppffl 


HCi )=\ 
ho-VyO=>-o >=\ 

O (3 


300MHz, DMS0-d6 
8. 31(1H, d, J=1.5Hz),8. 17 (IH, 
d, J=9. OHz) , 7. 99 (IH, dd, J=8. 7 
Hz, 1. 4Hz) , 7. 70-7. 55 (2H, m) , 7 
. 50-7. 30 (6H, m) , 7. 19 (IH, dd, J 
=12. OHz, 2. 2Hz) , 7. 06 (IH, dd, J 
=8. 6Hz, 2. 2Hz) , 5. 08 (2H, 4. 10 ( 
IH, jn) , 3. 68 (2H, brt, J=5. 2) , 2. 
50 (2H, brt,'j=l. 8Hz) , 2. 30-2. 1 
0 (2H, m) , 2. 00-1. 75 (8H, m) , 1. 7 
0-1. 55 (IH, Di) , 1. 50-1. 20 (3H, m 
) 


> 9 0% (NMR) 


MS 652 (M+1) 





mmm^-^ 372 


IH NMR(6) ppm 

300MZ, DMS0-d6 

8. 29 (IH, d, J=L' 5Hz) . 8. 11 (IH, 
d, J=8. 6Hz) , 7. 96 (IH, dd, J=8. 6 
, 1. 5Hz), 7. 89 (IH, s). 7. 78and7 
. 56 (4H, ABq, J=8. 4Hz) , 7. 69 (IH 
,s),7. 66(lH,t, J=8.8Hz),7.31 
(lH,dd, J=12. 1,2. 2Hz),7.18(l 
H, dd, J=8. 8, 2. 2Hz) , 5. 37 (2H, s 
), 4. 08 (IH, brt, J=ll. OHz) ,.3. 0 
2 (3H. s) , 2. 96 (3H, s) , 2. 31-2. 1 
4(2H, brm) , 1. 95-1. 77 (4H. brm, 
) 1. 69-1. 59 (31H, brm) , 1. 46-1. 
18(3H,brm) 


HCI ^r-i 


>9 0% (NMR) 


MS 626 (M+1) 




mmm^-^ 373 


1H NMR(6) ppm 

300MHz, DMS0-d6 
1 1. 40 (IH, brs) , 9. 25 (2H, brs) , 
8. 29 (IH, d, J=l. 3Hz) , 8. 12-8. 0 
9(2H, m),7.96(lH, d.J=8.7Hz), 

7. 88 (IH, dd, J=l. BHz, 8. IHz) , 7 
. 67-7. 63 (2H, m) , 7. 56 (2H, d, J= 

8. 7Hz),7.51(2H,d, J=8.7Hz),7 
. 17(lH,d, J=12. OHz), 7. 05 (IH, 
d, J=8. 6Hz) , 5. 16 (2H, s) , 4. 05 ( 
IH, m) , 2. 40-2. 10 (2H, m) , 2. 00- 
1. 75 (4H, m) , 1. 70-1. 55 (IH, m) , 
1.50-1. 20 (3H,in) 


2HCI Ci 

OH 


' >9 0% (NMR) 


MS 613 (M+1) 
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374 




> 9 0% (NMR> 



MS 



639 (M+1) 



375 



> 9 0% (NMR) 



MS 



658 (M+1) 



IH NMR( 6 ) ppm 

300MHz, DMS0-d6 
13. 21 (IH, brs) , 8. 31 (IH, d, J=l 
. 4Hz) , 8. 18-8. 15 (2H, m) , 7. 99 ( 
IH, d, J=8. 7Hz) , 7. 94 (IH, dd, J= 
1. 8Hz, 8. OHz) , 7. 70-7. 53 (6H, m 
),7. 17(lH,d, J=12- OHz), 7. 05 ( 
IH, d, J=8. 6Hz) , 5. 20 (2H, s) , 4. 
09(lH,m),2. 40-2. 10 (2H, m),2. 
00-1. 75 (4H, ffl) , 1. 70-1. 55 (IH, 
m), 1.50-1. 20(3H,m) 




IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 32 (IH, d, J=l. 5Hz) , 8. .23 (IH, 
d, J=1.5Hz),8. 19(lH,d, J=9.0H 
z) , 8. 03-7. 98 (2H, in) , 7. 68 (IH, 
t, J=8. 4Hz) , 7. 60 (IH, d. J=8. IH 
z) , 7. 56 (2H, d, J=9. 3Hz) , 7. 53 ( 
2H, d. J=9. OHz) , 7. 22 (IH, dd, J= 
2. IHz, 12. OHz) . 7. 09 (IH, dd, J= 
2. IHz, 8. 4Hz) , 5. 21 (2H. s),4. 1 
2 (IH. m) , 2. 40-2. 10 (2H. m) , 2. 0 
0-1. 75 (4H, ffl) , 1. 70-1. 55 (IH, m 
), 1. 50-1. 20(3H,!n) 



376 




MS 



> 9 0% (NMR) 



655 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
13. 61 (IH, brs) , 8. 34-8. 30 (2H, 
Bi),8.21(lH,d, J=8. 7Hz), 8. 07 ( 
IH. dd, J=1.8Hz, 8. IHz), 8. 02(1 

H, dd, J=l. 5Hz, 8.7Hz),7.69(lH 
, t, J=8. 4Hz) , 7. 57-7. 49 (5H, m) 
, 7. 22 (IH, dd, J=2. 7Hz, 12. OHz) 
, 7, 09 (IH, dd, J=2. 4Hz, 9. OHz) , 
5. 19 (2H, s),4. 12(lH,m),2.40- 
2. 10 (2H, m) , 2. 00-1. 75 (4H, m) , 

I. 70-1. 55 (IH, Di), 1. 50-1. 20(3 
H, m) 
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377 



o 



HO 




HCI 





• > 9 0% (NMR) 



MS 



638 (M+1) 



IH NMR(6) ppm 

300Mz, DMS0-d6 

8. 60 (IH, d, J=4. 5Hz) , 8. 29 (IH, 
d.J=1.5Hz),8. 14(1H, d,J-8.9H 
z),8. 13 (IH, d, J=1.5Hz),7.98( 
IH, dd,J=B. 9, 1.5Hz),7.94(lH, 
dd, J=8. 1. 1. 5Hz) , 7. 64 (IH, t, J 
=8. 7Hz) . 7. 52and7. 49 (4H, ABq, 
J=9. OHx) , 7. 46 (IH, d, J=8. IHz) 
,7. 18 (IH, dd, J=12. 1,2. 3Hz),7 
.05(lH,dd, J=8.7,2.3Hz),5. 13 
(2H,s>,4. 08(lH,brt, J=12. IH) 
,2. 95-2. 84(lH.m),2.31-2. 14 ( 
2H, brm) , 1. 97-1. 78 (4H, brra) . 1 
. 72-1- 59 (IH, brm), 1.47-1. 21 ( 
3H,brm).0. 76-0. 58 (4H, m) 



378 



HO 




> 9 0% (NMR) 



MS 



652 (M+1) 



IH NMR(6) ppm 
300Mz, DMS0-d6 

8. 77 (IH, d, J=1.4Hz),8. 30 (IH, 
d, J=l. 4Hz) , 8. 16 (IH, d, J=l. 8H 
z),8. 13(IH,d. J=8.4Hz),7. 98( 
2H, dd, J=8. 4, 1. 8H^) , 7. 65 (IH, 
t. J=8. 4Hz) , 7. 53and7. 49 (4H, A 
Bq, J=8. 8Hz). 7. 47 (IH, d, J=7. 7 
Hz), 7. 18 (IH, dd, J=12.1,2. 2Hz 
) , 7. 05 (IH, dd, J=8. 4, 2. 2Hz) . 5 
. 13 (2H, s) , 4. 53-4. 40 (IH, m) , 4 
. 09 (IH, brt, J=12. 8Hz) , 2. 31-2 
. 02 (6H, brm, ) , 1. 96-1. 80 (4H, b 
rra) , 1. 78-1. 60 (3H, brm) . 1. 47- 
1. 21 (3H, brm) 



379 



O 



HCI 



HO 






> 9 0% (NMR) 



MS 



654 (M+1) 



IH NMR( 6 ) ppm 
300Mz. DMS0-d6 

8. 29(lH,d,J=l,lHz).8.1l(lH, 
d,J=1.5Hz),8.1l(lH, d,J=8.8H 
z) , 7. 98-7. 91 (2H, ra)., 7. 89 (IH, 
s).7. 63 (IH, t, J=8.8Hz),7. 52a 
nd7. 48 (4H, ABq, J=8. 6Hz) , 7. 44 
(IH. d, J=8. IHz) , 7. 17 (IH, dd, J 
=12. l,2.2Hz),7. 04 (IH, dd. J=8 
.8, 2.2Hz),5. 12 (2H, s),4. 07(1 
H, brt,J=12.4Hz),2. 33-2.14(2 
H, brm) , 1. 96-1. 79 (4H, brm) , 1. 
70-1. 60 (IH. brm) , 1. 48-1. 21 (3 
H,bnn),1.41(9H. s) 
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380 




mm 



MS 



> 9 0 % (NMR) 



654 (M+1) 



IH NMR(6) ppm 

300Mz, DMS0-d6 

8. 62 (IH. t, J=5. 5Hz) . 8. 30 (IH, 
d, J=l. 5Hz), 8. 17 (IH, d, J=l. 8H 
z),8. 14(1H, d,J=8. 8Hz),7. 98 ( 
IH, dd, J=8. 1, 1.8Hz), 7. 64 (IH, 
t. J=8. 8Hz) , 7. 52and7. 50 (4H, A 
Bq, J=8. 8Hz) , 7. 48 (IH, d, J=8. 1 
Hz) , 7. 18 (IH, dd, J=12. 1, 2. 2Hz 
),7. 05 (IH, dd, J=8. 8, 2. 2Hz),5 
. 14 (2H, s) , 4. 08 (IH, brt, J=12. 
IHz) , 3. 13 (IH, t, J=6. 2Hz) , 2. 3 
1-2. 14 (2H, brm) , 1. 97-1. 78 (5H 
, brm) . 1. 70-1. 60 (IH, brm) , 1. 4 
7-1. 21 (3H, brm) , 0. 92 (3H, s) , 0 
.90(3H, s) 



mm 



381 




MS 



> 9 0% (NMR) 



-656 (M+1) 



IH NMR(6) ppm 

300MZ, DMS0-d6 

8. 29 (IH, d, J=l. 5Hz) , 8. 27 (IH, 
d, J=8. 3Hz),8. 18 (IH, d, J=L9H 
z) , 8. 13 (IH, d, J=8. 7Hz) , 8. 01- 
7. 96 (2H, m) , 7. 64 (IH, t, J=8. 7H 
z), 7. 52and7. 49 (IH, ABq. J=8. 8 
Hz),7.49(lH, d, J=7. 9Hz) , 7. 18 
(lH,dd, J=12. 1,2. 3Hz),7. 05(1 
H, dd. J=8.7,2. 3Hz),5. 13(2H, s 
) , 4. 12-4. 00 (2H, m) , 3. 52-3. 34 
(2H, Hi) ,'2. 31-2. 14(2H.brm), 1. 
97-1. 79 (4H, brm), 1. 71-1. 60(1 
H, brm), 1. 48-1. 21 (3H, m) , 1. 17 
andl. 15 (total3H, each s) 



■ 382 



MS 



HCI 
Q R 




> 9 0% (NMR) 



628 (M+1) 



IH NMR(6 ) ppm 
300Mz, DMS0-d6 

8. 30 (IH, d, J=l. 5Hz) , 8. 13 (IH, 
d, J=8. 8Hz) , 8. 09 (IH, d, J=l. 5H 
z),7; 98(1H, dd, J=8. 8, 1. 5Hz), 
7. 86(lH,dd, J=8. 1, 1. 5Hz),7.6 
4 (IH, J=8. 8Hz) , 7. 55-7. 47 (5H, 
in),7. 17(1H, dd, J=12. l,2.2Hz) 
, 7. 05 (IH, dd, J=8. 8, 2. 2Hz) , 5. 
14 (2H, s) , 4. 08 (IH, brt, J=12. 8 
Hz) , 3. 75 (3H, s) , 2. 32-2. 14 (2H 
, brm) , 1. 96-1. 78 (4H, brm) , 1. 7 
0-1. 59 (IH, brm) , 1. 47-1. 21 (3H 
,brm) 
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IH NMR(6 ) ppm 
300Mz, DMS0-d6 

8. 57 (IH, t, 3=5. 5Hz) , 8. 29 (IH, 
d, J=l. 4Hz) , 8. 19 (IH, d, J=l. 5H 
z).8. 12(lH,d, J=9. 2Hz),8.01- 
7. 95 (2H, m) , 7. 64 (IH, t, J=8. 8H 
z), 7. 53and7; 50 (4H, ABq, J=8. 8 
Hz) , 7. 48 (IH, d, J=7. 7Hz) . 7. 17 
(IH, dd, J=12. 1, 2. 2Hz) . 7. 04(1 

H, dd, J~8. 8, Z. Ittz) , 0. 14 UH, s 
) , 4. 08 (IH, brt, J=13. 9Hz) , 3. 7 
0-3. 66 (IH, m) , 3. 48-3. 36 (3H, m 
) , 3. 28-3. 20 (IH, m) , 2. 32 2. 13 
(2H. brm) , 1. 96-1. 79 (4H. brin) . 

I. 71-1. 60 (IH. brm), 1. 47-1. 19 
(3H, brm) 


CI 

HO /=\ 


> 9 0% (NMR) 


MS 672 (M+1) 




mmwm-^ 384 


IH NMR(5 ) ppm 

300MZ, DMS0-d6 

8. 30 (IH, d, J=l. 5Hz), 8. 14 (IH, 
d, J=8. 4Hz) , 7. 98 (IH, dd, J=8. 4 
, 1. 5Hz) , 7. 68 (IHy brs) , 7. 63 (1 
H; t, J=8. 4Hz) , 7. 51 (5H, s) , 7. 4 
3 (IH, d, J=8. IHz) , 7. 17 (IH, dd, 
J=12. 5. 1. 8Hz) , 7. 03 (IH, dd, J= 
8. 4, 1. 8Hz) , 4. 08 (IH, brt, J=l 1 
. 4Hz) , 3. 50and3. 30 (total2H, e 
ach 

brs) , 2. 97 (3H, brs) , 2. 33-2. 13 
(2H, brm) , 1. 96-1. 79 (4H, brm) , 
1. 70-1. 59 (IH. brm) , 1. 47-1. 03 
(6H, brm) , 


CI 

.1 HCl /=\ 


> 9 0% (NMR) 


MS 640 (M+1) 



385 



O 



> 9 0% (NMR) 



MS 



654 (M+1) 



IH NMR(6) ppm 

300Mz, DMS0-d6 

8. 29 (IH, d, J=1.5Hz),8. 12 (IH, 
d, J=8. 8Hz) , 7. 97 (IH, dd, J=8. 8 
,1.5Hz),7.72-7.60(2H. m),7.5 
5-7- 42 (6H. m) , 7. 16 (IH, d, J=l 1 
.7Hz),7. 03 (IH, d. J=8.4Hz),5. 
15 (2H, s) , 4. 07 (IH, brt, J=12. 5 
Hz) , 3. 44and3. 22 (total2H, eac 
h 

s) , 2. 97 (3H, brs) , 2. 32-2. 13 (2 
H, brm) , 1, 72-1. 50 (3H, brm) , 1. 
47-1. 23 (3H. brm) , 0. 93and0. 72 
(total3H, each brs) 
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386 



HCI 

O Fv \ / 



o 



> 9 0% (NMR) 



MS 



654 (M+1) 



IH NMR(6) ppm 

300MZ, DMS0-d6 

8. 29(lH,d, J=L5Hz),8. 12 (IH, 
d, J=8.7Hz),7. 97 (IH, dd, J=8. 7 
, 1. 5Hz)7. 74-7. 60 (2H, m), 7. 54 
-7.42(6H, ffl),7.17(lH, dd, J=12 
. 1,2. 2Hz),7. 02(lH,dd, J=8. 3, 
2.2Hz).5. 15(2H.s).4. 06(lH,b 
rt, J=12. 8Hz) , 3. 92 (IH, brs) , 2 
. 85 (3H, brs) , 2. 32-2. 14 (2H, br 
m) , 1. 96-1. 79 (4H, brm) , 1. 70-1 
. 59 (IH, brm) , 1. 46-1. 07 (3H, br 
in),l. 15(6H,brs) 



mmmm^ 38? 


IH NMR(6) ppm 

SOOMz, DMS0-d6 

8. 29 (IH, s) , 8. 14and7. 97 (2H, A 
Bq. J=8. 7Hz),7. 63 (IH, s),7. 63 
(IH, t. J=8.7Hz),'7.51-7.41(6H 
,m),7. 16 (IH. dd,J=12. 1, 1.9Hz 
),7. 02 (IH, dd, J=8. 7, 1.9Hz).5 
.16(2H, s),4. 26(2H,brs),4. 07 
(IH, brt, J=12. lHz),2. 32-2. 14 
(2H, brm) , 1. 97-1. 78 (5H, brm) 1 
. 70-1. 15 (9H, brm) , 1. 24 (3H, s) 
, 1. 21 (3H, s) 


HCI . A=\ 


> 9 0% (NMR) 


MS 694 (M+1) 






IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 58 (IH, in),8.29(lH, s),8. 20- 
8. 10 (2H, ra),8. 05-7. 90(2H,in) , 
7. 64 (lH<t, J=8. 4Hz); 7. 60-7. 4 
0(5H,m),7. 15 (IH, d, J=12. 3Hz) 
,7. 04 (IH, d, J=8.4Hz),5. 13 (2H 
,s),4. 08 (IH, m),3. 40-3. 20(2H 
,m),2. 35-2. 10 (2H, m),2. 00-1. 
20 (12H, m) . 0. 91 (3H, t, J=6. 9Hz 
) 


CI 

Q HCI >==\ 


' > 9 0% (NMR) 


MS 654 (M+1) 
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MMm^-W 389 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 60(lH,m),8. 29 (IH, s) > 8. 20- 
7. 90 (4H, ra) , 7. 64 (IH. t, J=9. OH 
z),7. 60-7.40 (5H, ni),7. 17 (IH, 
d, J=12. OHz) , 7. 04 (IH, d. J=8. 7 
Hz), 5. 13 (2H, s),4. 80 (IH, m),3 
. 35-3. 15 (2H, m) , 2. 30-2. 05 (2H 
, m) , 2. 00-1. 10 UOH, mj , u. 91 (.d 
H, t, J=7. 5Hz) 


CI 

HCI /=\ 
S Q 


> 9 0% (NMR) 


MS 640(M4-1) 




mmm^^ 390 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 62 (IB, m),8, 30 (IH, s),8. 20- 
8. 10 (2H, m) , 8. 05-7. 90 (2H, m) , 
7. 65 (IH, t, J=8. 4Hz) , 7. 60-7. 4 
0 (5H, iq) , 7. 18 (1H, d, J=12. OHz) 
, 7. 05 (IH, d, J=8. 4Hz) . 5. 14 (2H 
.s),4. 09(lH,ra),3.40-3. 20 (2H 
, m) , 2. 35-2. 10 (2H, m) , 2.-00-1. 
80 (4H, m), 1. 75-1. 60(lH,ni), 1. 
45-1. 20 (3H, m) , 1. 15 (3H, t. J=7 
.2Hz) 


or 

HCI >=\ 


> 9 0% (NMR) 


MS 626 (M+l) 



mmmm 


391 


IH NMR(5) ppm 


o 


CI 

HCI >==\ 

t) >- 

/ 


400NHz, DMS0-d6 
8.54(1H, s),8.3l(m, s),8. 19 ( 
IH, d, J=8. 6Hz) , 8. 01 (IH, d, J=8 
.6Hz),7.81(lH, d,J=2. lHz).7. 
64 (IH, t, J=8. 4Hz) , 7. 61 (IH, dd 
, J=2. 3Hz, 8. 4Hz) , 7. 47 (2H, d, J 
=8. 6Hz) , 7. 43 (2H, d, J=8. 8Hz) , 
7.25(1H, d, J=8.4Hz),7.17(lH, 
dd, J=2. 3Hz, 12. IHz), 7. 05 (IH, 
dd, J=2. 3Hz, 8. 6Hz) , 5. 05 (2H, s 
),4. 12 (IH, m),2. 96 (6H, s),2.4 
0-2. 10 (2H, m) , 2. 00-1. 75 (4H, m 
) , 1. 70-1. 55 (IH, ffl) , 1. 50-1, 20 
(3H, m) 




> 9 0% (NMR) 


MS 


641 (M+l) 
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392 



HCI 




> 9 0% (NMR) 



MS 



683 (M+1) 



IH NMR(6) ppm 

300MZ, DMS0-d6 

8. 79 (IH, s), 8. 29 (IH, d, J=l. 5H 
z),8. 13(lH,d, J=8.8Hz),7. 98 ( 
iH.dd. J=8.8. 1.5Hz),7. 80 (IH, 
d, 3=2. 2Hz) , 7. 63 (IH, t, J=8. 4H 
z) , 7. 61 (IH, dd, J=8. 2, 2. 2Hz) , 
7. 47and7. 43 (4H, ABq, J=8. 8Hz) 
,7. 26(lH,d,J=8.2Hz),7. 14 (IH 
,dd, J=12. 1.2.2Hz),7. 02(lH.d 
d, J=8. 4, 2. 2Hz) , 5. 05 (2H, s) , 4 
. 08 (IH, brt, J=12. IHz) , 3. 64-3 
. 61 (2H, m) , 3. 48-3. 45 (2H, m) , 2 
. 32-2. 13 (2H, brm), 1. 96-1. 78 ( 
4H, brm) , 1. 70-1. 66 (IH, brm) , 1 
.44-1. 19(3H,brni) 



■mmmwr^ 393 


IH NMR(6) ppm 

400MZ, DMS0-d6 
8. 94(lH,s),8. 31 (IH, d, J=l. OH 
z)', 8. 18 (IH, d, J=8. 6Hz) , 8. 00 ( 
IH, dd. J=l. 4Hz, 8.. 8Hz) , 7. 71 (1 
H, d. J=2. 2Hz) , 7. 66 (IH, t, J=8. 
6Hz) , 7. 52 (IH, dd. J=2. 4Hz, 8. 6 
Hz) , 7. 46 (2H, d, J=8. 6Hz) , 7. 42 
(2H, d, J=8. 2Hz) , 7. 24 (IH, d, J= 
8. 4Hz), 7. 16 (IH, d, J=12. IHz), 
7. 04 (IH, dd, J=2. 4Hz, 8. 8Hz) , 5 
.05(2H, s),4. 13(lH,m),2.40-2 
. 10 (2H, in) , 2. 00-1. 75 (4H, m) , 1 
. 70-1.. 55 (IH, m) , 1. 50-1. 20 (3H 
, m) 


CI, 

HCI >=\ 

^ — ^ H NH2 


> 9 0% (NMR) 


MS 613 (M+1) 




mmmm^ 394 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 93 (IH. s).8.3l(lH, d, J=l. 4H 
z),8. 19 (IH, d, J=8.8Hz),8.0l( 
IH, d, J=8. 7Hz), 7. 71 (IH, d, J=2 
, 2Hz) , 7. 66 (IH, t, J=8. 5Hz) , 7. 
51 (IH, dd, J=2. 2Hz, 8. 4Hz) , 7. 4 
6 (2H, d, J=8. 6Hz) , 7. 41 (2H, d, J 
=8. 7Hz) , 7. 23 (IH, d, J=8. 4Hz) , 
7. 16 (IH, d,J=12.2Hz),7. 05 (IH 
,d, J=8. 7Hz),5. 05(2H,s),4. 13 
(IH, m) , 3. 12 (2H, q, J=7. 2Hz) , 2 
. 40-2. 10 (2a m) . 2. 00-1, 75 (4H 
, m) , 1. 70-1. 60 (IH, m) , 1. 55-1. 
20 (3H, m) , 1. 06 (3H. t, J=7. 2Hz) 


Cl. 

HCI >=\ 
W H 


• > 9 0% (NMR) 


MS 641 (M+1) 



475 



wo 03/000254 



PCT/JP02/06405 



^ 243 


mmmm-^ 395 


IH NMR(6) ppm 


CI, 

HCI >=\ 

^ H N-< 

H \ 


300MHz, DMS0-d6 
8. 83 (IH, s) , 8. 32 (IH, d, J=l. 4H 
z) , 8. 21 (IH, d, J=8. 8Hz) , 8. 02 ( 
IH, dd, J=l. 4Hz, 8. 7Hz),7.71(l 

H, d, J=2. IHz) . 7. 68 (IH, t, J=8. 
6Hz) , 7. 49 (IH, dd, J=2. 2Hz. 8, 4 
Hz) , 7. 46 (2H, d, J=8. 4Hz) , 7. 41 
(2H, d, J=8.6Hz),7. 23(lH,d, J= 
8. 4Hz) , 7. 17 (IH, d, J=12. 2Hz) , 
7. 06 (IH, d, J=8. 7Hz) , 6. 30 (IH, 
brs) , 5. 05 (2H, s) , 4. 14 (IH, m) , 
3. 77 (IH, sept. J-6. 5Hz) , 2. 40- 
2. 10 (2H. m) , 2. 00-1. 75 (4H, m) , 

I. 70-1. 55 (IH, m) , 1. 50-1. 20 (3 
H,m), 1. 11(6H, d, J=6.5Hz) 


> 9 0% (NMR) 


MS 655 (M+1) 



396 




MS 



> 9 0% (NMR) 



642 (M+1) 



1H NMR(6) ppm 

SOONfflz, DMS0-d6 
8. 37 (IH, d, J=7. 3Hz) , 8. 25 (IH. 
s) , 8. 15 (IH, s) , 7. 97 (2H, d, J=8 
.■8Hz) , 7. 88 (IH, d, J=8. 8Hz) , 7. 
58-7. 47 (4H, ra) , 7. 31 (IH, m) , 7. 
11 (IH, dd, J=8. 4, 2. 2Hz) . 6. 98 ( 
IH, dd, J=8. 4, 2. 2), 5. 13 (2H, s) 
, 4. 13 (IH, q, J=6. 6Hz) , 3. 98 (IH 
,m),2. 19 (2H, m); 1. 86(4H, m) 1. 
62 (IH, in) 1. 31 (3H, m) , 1. 20 (6H, 
d, J=6. 6Hz) 



■ HO 



MS 



397 




> 9 0% (NMR) 



642 (M+1) 



IH NMR ( 6 ) ppm 

300MHz, DMS0-d6 
8. 40 (IH, d, J=7. 9Hz) , 8. 28 (IH, 
d, J=l. 9Hz) , 8. 15 (IH, d, J=l. 9H 
z),8. IKIH, d, J=8. 7Hz),7. 96 ( 
2H, ni).7. 56 (IH, t, J=8.7Hz),7. 
45 (3H, m) , 7. 18 (IH, m) , 7. 08 (IH 
,dd, J=12. 1, 1.9Hz),6. 96(lH,d 
d, J=8. 3, 2. 3Hz) , 5. 09 (2H, s) , 4 
. 14 (IH, m),4. 04 (IH, ra),2. 23(2 

H, ra) , 1. 86 (3H, ra) , 1- 62 (IH, m) , 

I. 33 (3H, m) , 1. 20 (6H, d, J=6. 4H 
z) 
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398 



HCI 

O F. CI 




mm 



> 9 0% (NMR) 



MS 



674 (M+1) 



IH NMR(6 ) ppm 

8.41(1H, d,J=8. lHz),8. 29 (IH, 
d,J=1.5Hz),8. 17 (IH, d,J=L8H 
z),8. 12(lH,d, J=8.4Hz),8.01- 
7. 95 (2H, m) , 7. 67-7. 62 (2H, m) , 

7. 55-7. 5 1 (3H, m) , 7. 19 (IH, dd, 
J=12. l,2.2Hz),7.05(lH.dd, J= 

8. 8, 2. 2Hz), 5. 13 (2H, s), 4. 10- 
4. 00 (2H, m) . 2. 32-2. 13 (4H, m) , 
1. 71-1. 60 (IH, m). 1. 49-1. 14(3 
H,m),1.2I(3H,s),1.19(3H,s) 



mmmm-^- 399 


IH mR(8) ppm 

300Mz, DMS0-d6 

8. 39 (IH. d, J=7 . 7Hz) , 8. 29 (IH, 
d, J=1.5Hz),8. 16 (IH, d, J=1.8H 
z),8. 11 (IH, d. J=8.8Hz),8.00- 
7. 95 (2H, m) , 7. 69-7. 61 (2H, m) , 
7. 54-7. 46 (3H, m) , 7. 18 (IH, dd. 
J=12. 1,2. 2Hz),7. 04 (IH, dd, J= 
8.8, 2.2Hz),5. 13(2H. s),4. 20- 
4. 02 (2H, m) , 2. 33-2. 13 (2H, brm 
), 1. 97-1. 80 (4H, ffl), 1. 72-1. 61 
(IH, m) , 1. 44-1. 13 (3H, m) , L 21 
(3H. s),l. 19(3H.s) 


F. C! 
HCI >=\ 


> 9 0% (NMR) 


MS 658 (M+1) 




mmmm-^ 400 


IH NMR(6) ppm 

300MHz, DMS0-d6 

8. 39 (IH, d, J=7. 7Hz) , 8. 29 (IH, 

s), 

8. 17 (IH, d. J=l. 5Hz) , 8. 11 (m 
d.J=8.8Hz),7. 98 (2H, m).7. 73 ( 
2H,in),7.64(lH,t, J=8.4Hz) 
7.52(lH,d,J=8.0Hz),7. 46 (IH, 
dd, J=8. 4, 1. 8Hz) , 7. 18 (IH, dd, 
J=ll. 9, 2. OHz), 7. 05 (IH. dd, J= 
8.6, 2.4Hz),5. 14 (2H, s),4. 13 ( 
2H,m),2. 22(2H,m), 1.88(4H,in) 
1.64(lH,ni),1.34(3H,m),L20( 
6H, d, J=6. 6Hz) 


C! CI 
HCI h=\ 


> 9 0 % (NMR) 


MS 642 (M+1) 
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401 



HCI 




m 



> 9 0% (NMR) 



MS 



658 (M+1) 



IH NMR (6 ) ppm 

300MHz, DMS0-d6 
8. 38 (IH, d, J=7. 8Hz) , 8- 28 (IH, 
s) , 8. 20-8. 05 (2H, m) , 8. 00-7. 9 
0 (2H, m) . 7. 65-7. 30 (5H, m) , 7. 0 
9(lH, d, J=12.3Hz),6. 97 (IH, d, 
J=10.2Hz),5. 09 (2H, s),4. 20-4 
. 00 (2H, m) , 2. 30-2. 10 (2H, m) , 2 
. 00-1. 80 (4H, m) , 1. 70-1. 60 (IH 
,m), 1.40-1. 10(3H,ffi), 1. 19 (6H 
, d, J=6. 6Hz) 



402 



HCI 





> 9 0% (NMR) 



MS 



670 (M+1) 



IH NMR(6) ppm 

300MHz. DMS0-d6 
8.25(m, s),8. 03(lH,d, J=8. 7H 
z),7.9l(lH.d, J=8.7Hz),7.83( 
IH, s) , 7. 70-7. 35, (6H, m) , 7. 04 ( 
IH, d, J=12. OHz) . 6. 93 (IH, d, J= 
8. 4Hz) , 5. 09 (2H, s) . 4. 00 (IH, m 
) , 3. 60-3. 40 (4H. m) , 2. 30-2. 10 
(2H, m), 1.45-1. 15(3H,m) 



403 



HCI CI. F 





>9 0% (NMR) 



MS 



670 (M+1) 



IH NMR(6) ppm 

400MHz, DMS0-d6 
8. 25(1H, s),8. 08 (IH, d, J=8. 4H 
z),7.92(lH, d, J=9.2Hz),7.79( 
IH, s) , 7. 66-7. 49 (4H, m) , 7. 42 ( 
IH, d, J=7.6Hz),7.31-7. 28 (IH, 
m),7. 14 (IH, d. J=11.3Hz),6.99 
(IH, d. J=8. 8Hz) , 5. 13 (2H, s) , 4 
. 02 (IH, in) , 3. 54-3. 33 (4H, m) . 2 
. 29-2. 08 (2H, m) , 1. 93-1. 73 (8H 
,ffl), 1.67-1. 52 (IH, m), 1.48-1. 
ll(3H,in) 
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IH NMR( 5 ) ppm 




400MHz, DMS0-d6 
8. 41 (IH, d, J=7. 6Hz) , 8. 32 (IH, 
d, J=1.5Hz),8. 20 (IH, d, J=8.6H 
z),8. 17(lH,d, J=1.7Hz),8. 00 ( 
IH, dt, J=8. 8Hz, 1. 5Hz) , 7. 71-7 
.64(2H, m),7. 54(1H. dd, J=10. 3 
Hz, 1.9Hz),7.32(lH, dd, J=8. 2H 
z, 1. 9Hz) , 7. 22 (IH, dd, J-IZ. In 
z. 2. 3Hz) , 7. 08 (IH, dd, J=8. 6Hz 
),2. 3Hz),5. 17(2H, s),4. 15 (IH 
,m),2.31-2. 14(2H.m), 1.99-1. 
70 (4H, m) , 1. 70-1. 60 (IH, m) , 1. 
46-1. 20 (3H, m) , 1. 19 (6H, d, J=6 
.6Hz) 


> 9 0% (NMR) 


MS 658 (M+1) 




mmm^-B- 405 


IH NMR(6 ) ppm 


/ 

HCl ^\ 


300MHz, DMS0-d6 
8. 32 (IH, s),8. 19 (IH, d, J=9. OH 
z),8. 03-7. 98 (2H, ni),7. 75 (IH, 
dd, J=2. IHz, 8. mz.) , 7. 67 (IH, t 
, J=8. 6Hz) , 7. 40-7. 36 (3H, m) , 7 
.32(2H, d,J=8.4Hz).7. 19(lH,d 
d, J=2. IHz, 12. 3Hz) , 7. 07 (IH, d 
d, J=2. IHz, 8. 7Hz) , 5. 1 1 (2H, s) 
,4. 12(lH.in).4.12(lH, m),3.90 
(2H, t, J=6. 9Hz) , 2. 54 (2H, t, J= 
8. IHz) , 2. 50 (3H, s) , 2. 40-2. 05 
(4H, m) , 2. 00-1. 75 (4H, m) , 1. 70 
-1.55(1H, m), 1.50-1. 20 (3H,in) 


> 9 0% (NMR) 


MS 650 (M+l) 






> 9 0% (NMR) 



MS 



652 (M+l) 



IH NMR ( 6 ) ppm 

300MHz, DMS0-d6 
8.34(lH,d,J=7.7Hz), 
8. 29 (IH, s),8. 15(lH,s),8. 11( 
IH, d, J=8. 8Hz) , 7. 97 (2H, d, J=9 
.2Hz),7.63(lH, t, J=8. 8Hz),7. 
47-7. 31 (5H, m) , 7. 18 (IH, dd, J= 
12. 4, 2. 2Hz),7. 06 (IH, dd,J=12 
.4, 2.2Hz),5. 13(2H, s),4. 13(2 
H,ni), 1.96(2H, m), 1.87(4H,ra) 
L62(lH.ra),L 34(3H,m), 1. 20( 
6H, d, J=6.2Hz) 
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407 



HCI ^' 





> 9 0% (NMR) 



MS 



708 (M+1) 



IH im(6) ppm 

400MHz, DMS0-d6 
8. 32 (IH, d, J=l. 4Hz) , 8. 20 (IH, 
d, J=8. 8Hz) , 8. 01 (IH, dd, J=l. 6 
Hz, 8. 8Hz) , 7. 90 (IH, s) , 7. 67 (l 
H, t, J=8.4Hz),7.61(lH, s).7.5 
5-7. 50 (4H, m), 7. 21 (IH, dd, J=2 
. 3Hz, 12. OHz) , 7. 06 (IH, dd, J=2 
.2Hz, 8. 7Hz),5. 10 (2H, s),4. 11 
(IH, m) , 3. 78 (2H, t, J=6. 7Hz) , 3 
. 47 (2H, t, J=7. 4Hz) , 2. 54-2. 48 
(2H, ffi) , 2. 40-2. 10 (2H, m), 2. 00 
-1.80(4H. ni). 1.75-1. 55(1H, m) 
. 1.50-1. 20 (3H,ra) 



msmm^ 408 


IH NMR(6) ppm 

400MHz, DMS0-d6 
8. 32(1H, d, J=1.6Hz),8.21(lH, 
d, J=8. 8Hz) , 8. 02 (IH, dd, J=l. 6 
Hz, 8. 8Hz),7. 76 (IH, s), 7. 68(1 
H,t. J=8.5Hz),7. 59 (IH. s),7.5 
4-7, 51 (4H, in) , 7. 21 (IH, dd, J=2 
. 4Hz, 12. IHz), 7. 07 (IH, dd, J=2 
.4Hz. 8. 8Hz),5. 08 (2H, s),4. 11 
(IH, ra), 3.77(2H. t, J=6. 9Hz).2 
. 47 (2H, t, J=8. OHz) , 2. 40-2. 10 
(4H, m) , 2. 00-1. 80 (4H, m) , 1. 70 
-1. 60 (IH, m) , 1. 45-1. 20 (3H, m) 


HCI 


> 9 0% (NMR) 


MS 672 (M+1) 




mmm^^ 409 


IH NMR(6) ppm 

300MHz, DMS0-d68. 28 (IH, d, J=l 
. 5Hz) . 8. 20-8. 85 (4H, m) , 7. 75 ( 
IH, d, J=6. 9Hz),7.70-7.45(6H, 
Hi), 7. 13 (IH, dd, J=12. OHz, 2. IH 
z) , 7. 00 (IH, dd, J=8. 7Hz) , 2. IH 
z),5. 22 (2H, s),4. 05 (IH, m),3. 
40-3. 20 (IH, m), 2. 30-2. 10 (2H, 
ra) , 2. 00-1. 55 (5H, m) , 1. 45-1. 1 
0 (3H, m) , 1. 00 (6H. d, J=6. 6Hz) 


HCI . CI 


> 9 0% (NMR) 


MS 676 (M+1) 
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^MM^^ 410 


IH ^MR(6) ppm 

300MHz, DMS0-d6 
8.31(IH, s),8.00(lH, d, J=8.7H 
z),7. 88 (IH, d, J=8.7Hz),7. 70 ( 
IH, s),7.65(lH,t, J=8.4Hz),7. 
53 (2H, d, J=8. 4Hz) , 7. 49 (2H, d, 
J=8. 7Hz) , 7. 45-7. 41 (2H,in),7. 
16 (IH, d, J=12. OHz), 7. 04 (IH, d 

, J—b. ( nZ/ , D. 1^ v^n, b/ , DO Vi- 

H, quint, J=8. 4Hz) , 3. 02. 2. 98 ( 
6H, s) , 2. 30-1. 85 (6H, m) , 1. 80- 

I. 50(2H.in) 


HCl ^'V- A 


> 9 .0% (NMR) 


MS 612 (M+1) 




mmwm^ 411 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8.30(1H, s),7. 99 (IH, d, J=9. OH 
z),7. 87 (IH, d, J=8. 7Hz),7.67( 
IH, s),7.64(lH, t, J=8. 7Hz),7. 
53 (2H, d, J=8. 7Hz) , 7. 49 (2H, d. 
J=7. 5Hz) , 7. 45-7. 41 (2H, m) , 7. 
15 (IH, d, J=12.3Hz),7. 02(lH,d 
, J=8. 4Hz),5. 15 (2H, s),4. 67(1 
H, quint, J=8. 7Hz) , 4. 02 (IH, m) 
,3. 76(lH,m),3. 55(lH.m),3. 22 
(2H, m),2.40-1.20(12H,m) 


HCl ^'v 


> 9 0% (NMR) 


MS 668 (M+1) 




MM^m^ 412 


IH NMR(8) ppm 




> 9 0% (NMR) 



MS 



626 (M+1) 



8. 38 (IH, d, J=7, 5Hz) , 8. 33 (IH, 
s),8. 16 (IH, s),8: 02 (IH, d. J=8 
.7Hz),7. 98 (IH, d. J=9.0Hz),7. 
91 (IH, d, J=8.4Hz),7.67(lH,t, 
J=8. 4Hz) , 7. 53 (2H, d, J=8. 7Hz) 
,7. 48(2H,d.J=8.7Hz),7.46(lH 
,d, J=8. lHz),7. 18(lH,d, J=1L 
7Hz),7.06(lH, d, J=8. 7Hz),5. 1 
3(2H, s),4. 70(lH,quint, J=8.4 
Hz) , 4. 13 (IH. sept, J=6. 6Hz) , 2 
.30-1. 85 (6H, m), 1.80-1. 50 (2H 
,m). 1. 16(6H,d, J=6.3Hz) 
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413 



HCI 



MS 




> 9 0% (NMR) 



608 (M+1) 



IH NMR(5 ) ppm 
300Mz, DMS0-d6 

8. 39 (IH, d, J=7. 5Hz),8. 31(1H, 
d. J=l. 5Hz) , 8. 16 (IH. d, J=l. 9H 
z) , 8. 06 (IH, dd, J=8- 8, 1. 5Hz) , 
7. 99-7. 95 (2H, m) , 7. 76and7. 24 
(4H, ABq, J=8. 9Hz) , 7. 53and7. 5 
0 (4H, A' B' q, J=9. IHz) , 7. 46 (IH 
, d, J=8. 3Hz), 5. 14 (2H, s), 4. 94 
(IH, quint, J=9. GHz) , 4. 19-4. 0 
8 (IH, m) , 2. 32-2. 11 (4H, brm) , 2 
. 10-1. 95 (2H, brm) , 1. 78-1 . 62 ( 
2H. brm) , 1. 26 (3H, s) , 1. 18 (3H, 
s) 



mmm^-^ 414 


IH NMR(6) ppm 
300MZ, DMS0-d6 

8. 31 (IH, d, J=l. 5Hz) , 8. 06 (IH, 
dd, J=8. 7, 1.5Hz),7. 97 (IH, d, J 
=8. 7Hz) . 7. 75and7. 22 (4H, ABq, 
J=8. 9Hz) , 7. 70 (IH, d, J=l. 9Hz) 
.7.53(1H, dd, J=7.9, 1.9Hz),7. 
52(4H.s),7.43(lH,d, J=7.9Hz) 
, 5. 15 (2H, s) , 4. 93 (IH, quint.J 
=8. 9Hz) , 3. 01 (3H, s) , 2. 97 (3H, 
s), 2. 32-2. 11 (4H, brm) , 2. 09-1 
. 94 (2H, brm) , 1. 77-1. 62 (2H, br 
m) 


HCI CI 


> 9 0% (NMR) 


MS 594 (M+1) 




mmmm-^ 415 


IH mR(8) ppm 
300Mz, DMS0-d6 

8.31(1H, d, J=L5Hz),8. 06 (IH. 
dd,. J=8. 7, r. 5Hz) , 7. 98 (IH, d, J 
=8. 7Hz) , 7. 75and7. 22 (4H, ABq. 
J=8. 9Hz) , 7. 67 (IH, d, J=l. 5Hz) 
,7.52(4H,.s),7.49(lH,dd, J=7. 
9, 1.5Hz),7.43(lH,d, J=8.9Hz) 
,5. 16 (2H, s),4. 93 (IH, quint, J 
=8. 9Hz) , 3. 76 (IH, brs) , 3. 55 (2 
H, brs) , 3. 22 (2H, brs) , 2. 31-2. 
11 (4H, brm) , 2. 16-1. 95 (2H, brm 
) , 1. 88-1. 62 (4H, brm) , 1. 48-1. 
28(2H,brni) 


HCI CI 

0 J^N^-OH 


> 9 0% (NMR) 


MS 650 (M+1) 
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416 



HCI 



o 



> 9 0% (NMR) 



MS 



640 (M+1) 



IH NMR( 6) ppm 

ZOOMz, DMS0-d6 
8. 38 (IH. d, J=7. 7Hz) , 8. 30 (IH, 
s),8. 20-7.90(4H,m),7. 72 (2H, 
d, J=8. 7Hz) , 7. 60-7. 40 (5H, m) , 
7. 22 (2H, d, J=8. 7Hz) , 5. 13 (2H, 
s).4. 47(lH,m),4. 15 (IH. m), 2. 
90-2. 70 (4H, m) . 2. 60-2. 30 (4H, 
ffl),l- 19(6H.d. J=6. 5Hz) 



417 



HCi 





> 9 0% (NMR) 



MS 



652 (M+1) 



IH ^5MR( 6 ) ppm 

400MHz, DMS0-d6 
8. 33 (IH, s),8. I7(lH,d, J=8.6H 
z),8. 10 (IH, d, J=8.6Hz),7. 82 ( 
IH, d. J=1.4Hz),7,.74(2H, d, J=8 
.7Hz),7.64(lH,dd,J=8.0Hz, 1. 
7Hz) . 7. 55-7. 50 (4H, m) , 7. 43 (1 
H, d, J=T. 8Hz) , 7. 24 (IH, d, J=8. 
7Hz) , 5. 16 (2H, s) , 4.' 49 (IH, ra) , 
3. 60-3. 40 (4H, n) , 2. 90-2. 70 (4 
H, m) , 2. 60-2. 30 (4H, m) . 2. 20-1 
.80(4H,m) 



418 



HCI 



MS 





> 9 0% (NMR) 



658 (M+1) 



IH NMR(6) ppm 

400MHz, DMS0-d6 
8. 34 (IH, d, J=7.6Hz),8. 25 (IH, 
s).8. ll(lH,d,J=1.3Hz),7. 90- 
8. 00 (3H. m),7. 59(1H, t, J=8. 6H 
z),7. 40-7. 55 (5H, m),7. 12 (IH, 
d, J=11.9Hz),7.00(lH. d, J=8.6 
Hz), 5. 08(2H,s),4. 30-4. 10 (2H 
, ra) , 2. 80-2. 65 (4H, ra) , 2. 45-2. 
30 (2H, m) , 1. 15 (6H, d. J=4. 8Hz) 
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mmm^^ 419 


IH NMR(6) ppm 

400MHz, DMS0-d6 
8. 30 (IH, s) , 8. 05-7. 95 (3H, m) . 
7. 80-7. 75 (IH, m) , 7. 63 (IH, t, J 
=8. 6Hz) , 7. 55-7. 35 (5H. ra) , 7. 1 
5 (IH, dd, J=12. IHz, 2. IHz) . 7. 0 
3 (IH, dd, J=8. 7Hz, 2. 3Hz) , 5. 10 
(2H,s),4. 23(lH,m),3. 90(2H,t 
, J — / . Unzy , yo 1 U v4rl, my , Z 
. 60-2. 35 (4H, m) , 2. 30-2. 00 (4H 
,m) 


HCI 


> 9 0% (NMR) 


MS 656 (M+1) 




mmwm-^ 420 


IH NMR(6) ppm 
300MZ, DMS0-d6 

8. 37 (IH, d, J=7. 5Hz) , 8. 28 (IH, 
d. J=1.5Hz),8. 17(1H, d.J=l. 5H 
z),8. 13 (IH, d, J=8.7Hz),7.97( 
IH, dd,J=8. 1, L5Hz),7.94(lH, 
dd, J=8. 7, 1. 5Hz) , 7. 61 (IH, t, J 
=8. 7Hz) , 7. 51and7. 49 (4H, ABq, 
J=8.^Hz) , 7. 46 (IH, d, J=8. IHz) 
, 7. 08 (IH, dd, J=12. 4, 2. 3Hz) , 6 
. 97 (IH, dd, J=8. 7. 2. 3Hz). 5. 10 
(2H, s) , 4. 20-4. 08 (IH, m) , 3. 62 
-3. 56 (2H, brm) , 3. 13 3. 10 (2H, 
brm) , 1. 79-1. 60 (3H, brm) , 1. 54 
-1. 34 (3H, brm) . 1. 21 (3H, s) , 1. 

18 (sa s) 


HCI ^'w 

b ■ >v 


> 9 0% (NMR) 


MS 641(M+1) 



421 



MS 




> 9 0% (NMR) 



65301+1) 



1H NMR(6) ppm 
300Mz, DMS0-d6 

8. 24 (IH, d, J=l. 5Hz), 8. 02 (IH, 
d, J=8. 7Hz) , 7. 88 (IH, dd, J=8. 7 
, 1.5Hz),7. 82 (IH, d, J=1.9Hz), 
7. 63 (IH, dd, J=7. 9, 1. 9Hz) , 7. 5 
4(1H, t,J=8.7Hz),7. 50 (4H, s), 
7.42(lH.d, J=7.9Hz).7. 01 (IH, 
dd, J=12. 0, 2. 3Hz) , 6. 91 (IH. dd 
, J=8.7, 2. 3Hz),5. 11 (2H, s), 3. 
63-3. 41 (6H, ffl) , 3. 07-3. 04 (2H, 
brm) , 1. 95-1. 79 (4H, brm) , 1. 77 
-1. 57 (3H, brm) , 1. 50-1. 32 (3H, 
brm) 



484 



wo 03/000254 



PCT/JP02/06405 



252 



422 



2HCi 
Q p 



MS 





> 9 0% (NMR) 



623 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
10. 99 (2H, s) , 8. 44 (IH, s) , 8. 30 
(IH, s) , 8. 18 (IH, d, J=8. 7Hz) , 8 
. 14(lH,d, J=8. 7Hz),7. 98(lH,d 
, J=9. OHz) , 7. 70-7. 66 (2H, m) , 7 
. 57 (2H, d, J=8. 7Hz), 7. 54 (2H, d 
, J=8. 7Hz) . 7. 21 (IH, d, J=12. OH 
z),7. 09 (IH, d, J=8. 4Hz) , 5. 19 ( 
2H, s) , 4. 05 (4H, s) , 2. 40-2. 18 ( 
2H, in) , 2. 15-1. 80 (4H, m) , 1. 75- 
1. 55 (IH, m) , 1. 50-1. 20 (3H, m) 



423 



HCI 



mm 



MS 





> 9 0% (NMR) 



640 (M+1) 



IH NMR( 6) ppm 

300MHz, DMS0-d6 
8.27(1H, s),8.05(lH, d, J=8. 7H 
z) , 7. 93 (IH, d, J=8. 7Hz) , 7. 90 ( 
IH, s),7. 70(lH,d, J-8.4Hz),7. 
59 (IH, t, J=8. 4Hz) . 7. 50 (2H, d, 
J=9. OHz) , 7. 45 (2H, d, J=8. 7Hz) 
,7.41(1H, d, J=8.4Hz). 7. 12 (IH 
, d, J=12. OHz), 7. 00 (IH, d, J=8. 
7Hz),5. 10 (2H. s),4. 49(2H,t, J 
=7. 8Hz) , 4. 14 (2H, t, J=8. OHz) , 
4. 04 (IH, m) , 2. 40-2. 10 (2H. m) , 
2. 00-1. 50 (5H, in), 1. 45-1. 20 (3 
H,m) 



424 



MS 



HCI 




N-f 



> 9 0% (NMR) 



639 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 30 (IH, s) . 8. 14 (IH. d. J=8. 4H 
z) , 7. 98 (IH, d, J=9. 3Hz) , 7. 89 ( 
IH, s),7.68(lH, d. J=8.4Hz),7. 
62 (IH, d, J=9. OHz) , 7. 48 (2H, d, 
J=8. 4Hz) . 7. 43 (2H, d, J=8. 4Hz) 
, 7. 33 (IH, d, J=8. 4Hz) , 7. 16 (IH 
, d, J=12. OHz) , 7. 04 (IH, d, J=9. 
OHz), 5. 07 (2H, s),4. 10(lH,m), 
3. 92 (2H, t, J=8. OHz) , 3. 45 (2H, 
t, J=8. OHz) , 2. 40-2. 10 (2H, m) , 
2. 00-1. 50 (5H, m) . 1. 45-1. 20 (3 
H, in) 



485 



wo 03/000254 



PCT/JP02/06405 



253 



425 




> 9 0% (NMR) 



MS 



639 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
9. 05 (IH, s),8.30(lH, s),8. 16 ( 
IH. d, J=8. BHz) , 7. 99 (IH, d, J=8 
.6Hz),7. 72 (IH, s),7. 64 (IH, t, 
J=8. 6Hz) , 7. 52 (IH, d, J=8. 4Hz) 
,7.47(2H, d, J=8.7Hz),7. 42 (2H 
, d, J=8. 6Hz) , 7. .25 (IH, d, J=8. 4 
Hz), 7. 15 (IH, d, J=12.2Hz),7.0 
4 (IH, d, J=8. 6Hz) , 6. 60 (IH, brs 
),5.05(2H, s),4. 10(lH.m),3.6 
8 (2H, t, J=6. IHz) , 3. 45 (2H, t, J 
=6. IHz) , 2. 40-2. 10 (2H, ra) . 2. 0 
0-1. 55 (5H, m) , 1. 50-1. 20 (3H, m 
) 



426 



MS 




> 9 0% (NMR) 



643 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 32 (m, s) , 8. 24 (IH, d. J=8. 7H 
z),8.03(lH,d, J=8.7Hz),7.78- 
7. 73 (4H, m) , 7. 38-7. 32 (4H,m) , 
5. 52(2H,.s),4. 88(2H, s),4. 40 ( 
2H, s), 4. 37 (IH, m), 2. 92, 2. 84 ( 
6H,s),2. 40-2. 18(2H,m),2. 15- 
1. 95(2H,in). 1.90-1. 80(2H,ffl). 
1. 75-1. 55 (IH, m) , 1. 50-1. 20 (3 
H, m) 



mmm^^ 427 


IH MRid) ppm 


F 

2HCI 


300MHz. DMS0-d6 
11.26(lH,brs),8. 35(lH,s),8. 
27 (IH, d, J=9. OHz) , 8. 05 (IH. d, 
J=8. 4Hz) , 7. 83-7. 78 (4H, m) , 7. 
42-7. 35 (4H, m) , 5. 57 (2H, s) , 4. 
77, 4. 73 (2H, s),4. 37 (IH, in),3. 
95 (IH, s) , 3. 70-3. 00 (4H. m) , 2. 
40-1.00(14H,m) 


' > 9 0% (NMR) 


-? 


MS 641 (M+1) 





486 



wo 03/000254 



PCT/JP02/06405 



254 



428 




NHc 



> 9 0% (NMR) 



MS 



615 (M+1) 



IH KMR(6) ppm 

300MHz, DMS0-d6 
8..31(1H. s),8. 26(lH,d, J=9.0H 
z) , 8. 04 (IH, d, J=8. 7Hz) , 7. 79- 
7. 73 (4H, m),7. 38-7. 31 (6H, m) , 
5. 53 (2H, s),4. 90 (2H, s),4. 37 ( 
lH,m),4. 05 (2H, s),2. 40-2. 18 ( 
2H, m) , 2. 15-1. 95 (2H, m) , 1. 90- 
1.80(2H,in), 1. 75-1.55(lH,m), 
1.50-1. 20 (3H, m) 



429 



HCI 




H 



> 9 0% (NMR) 



MS 



603 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 88 (IH, q, J=4. 5Hz),8. 33 (IH, 
d, J=1.5Hz),8. 18 (IH, d, J=8.7H 
z),8.01(lH, dd, J=1.5Hz, 8.7Hz 
) , 7. 89-7. 83 (2H, m) , 7. 50-7. 34 
(3H, m) , 7. 20 (IH, dd, J=2. IHz, 8 
. 4Hz) , 5. 61 (2H, s) , 4. 13 (IH, m) 
,2. 84(3H,d, J=4. 8Hz),2. 40-2. 
10(2H,m).2. 00-1. 75 (4H, in),l. 
70-1. 55 (IH, jn) , 1. 50-1. 20 (3H. 
m) 



430 




> 9 0% (NMR) 



MS 



633 (M+1) 



IH NMR(6) ppm 

400MHz, DMS0-d6 
8. 79 (IH, t, J=5. 9Hz) , 8. 31 (IH, 
s),8. 15 (IH, d, J=8.7Hz),7. 99 ( 
IH, d, J=8. 8Hz) , 7. 87 (IH, d, J=8 
.lHz),7.85(lH, d, J=8.7Hz),7.^ 
70(lH,t, J=8.4Hz),7. 42-7. 33 ( 
3H,in),7. 18(lH,d, J=8.8Hz),5. 
60 (2H, s),4. IKIH, in),3. 62-3. 
54 (4H, ifi) , 2. 40-2. 10 (2H, ra) , 2. 
00-1. 75 (4H, m) , 1. 70-1. 55 (IH, 
m), 1.50-1. 20 (3H,in) 



487 



wo 03/000254 



PCT/JP02/06405 



m 255 



431 



HCI 




mm 

MS 



■> 9 0% (NMR) 



616 (M+1) 



IH NMR(5) ppm 

300MHz, DMS0-d6 
8.31(1H, s),8. 16 (IH, d, J=8. 8H 
z) , 7. 99 (IH, d, J=8. 7Hz) , 7. 74- 
7. 60(4H,ni),7. 37 (2H, t, J=8. 8H 
z),7. 28 (IH, dd, J=2. 2Hz, 12. 2H 
z) , 7. 14 (IH, dd, J=2. 2Hz, 8. 6Hz 
),5. 17 (2H, s),4. 10 (IH, m),3. 1 
5 (6H, brs) , 2. 40-2. 10 (2H, m) , 2 
. 00-1. 75 (4H, ra) , 1. 70-1. 55 (IH 
,in), 1.50-1. 15 (3H,m) 



432 




mm 



> 9 0% (NMR) 



MS 



630 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8.45(1H, d, J=7.7Hz),8. 32 (IH, 
s).8. 19 (IH, d, J=8.8Hz),8. 02- 
7. 99 (2H, m),7.7a(lH,t. J=8. 6H 
z) , 7. 60 (2H, dd, J=5. 4Hz. 8. 7Hz 
),7.37 (2H, t, J=8.8Hz),7. 27(1 
H, dd, J=2. 3Hz, 12. 2Hz) , 7. 14(1 
H, dd, J=2. 2Hz, 8. 7Hz) , 5. 16 (2H 
,s)., 4. 20-4. 00(2H,m),2.40-2. 
10(2H.ra),2. 00-1.75(4H,in),l. 
70-1. 55 (IH, m)', 1. 50-1. 20 (3H, 
m), 1. 18(6H,d,J=6.6Hz) 



433 



m 



MS 



HCl 



.OH 



> 9 0% (NMR) 



672 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8.31(lH,d, J=1.4Hz),8. 15 (IH, 
d. J=8. 8Hz) , 7. 98 (IH, dd, J=l. 4 
Hz. 8. 7Hz) , 7. 68-7. 60 (4H, m) , 7 
.36(2H,t, J=8.8Hz),7.28(lH,d 
d, J=2. 2Hz. 12. 2Hz) , 7. 15 (IH, d 
d, J=2. 2Hz, 8. 6Hz) , 5. 17 (2H, s) 
, 4. 10 (IH, m) , 4. 05-3. 90 (2H, m) 
, 3. 85-3. 70 (IH, ffl) , 3. 55-3. 25 ( 
2H, m) , 2. 40-2. 10 (2H, m) , 2. 00- 
1. 75 (6H, m) , 1. 70-1. 55 (IH, m) , 
1.50-1. 20 (5H,m) 



488 



wo 03/000254 



PCT/JP02/06405 



256 



N. 



434 




MS 





> 9 0% (NMR) 



650 (M+1) 



IH NMR( 5 ) ppm 
300Mz, DMS0-d6 

8. 45 (IH, d, J=l. 5Hz), 8. 26 (IH 
,d, J=8. 8Hz),8. 10 (IH, dd, J=8 
.8, 1. 5Hz),7. 72 (IH, d, J=l. 5H 
z),7. 64 (IH, t,J=8. 6Hz),7. 56 
-7. 48 (5H, m) , 7. 44 (IH, d, J=J= 
7. 7Hz) , 7. 18 (IH, dd, J=12. 3, 2 
. 4Hz) , 7. 04 (IH, dd, J=8. 6, 2. 4 
Hz) , 5. 15 (2H, s) , 4. 08 (IH, brt 
, J=11.7Hz),3. 02 (3H, s) , 2. 99 
(3H, s) , 2. 34-2. 17 (2H, brm) , 1 
. 97-1. 81 (4H, brm) , 1. 70-1. 60 
(IH. brm) . 1. 49-1. 21 (3H, brm) 



mmwm-^ 435 


IH NMR( 6 ) ppm 
300Mz, DMS0-d6 

8. 42 (IH, d, J=l. 5Hz) , 8. 24 (IH, 
d, J=8. 8Hz) , 8. 08 (IH, dd, J=8. 8 
,L5Hz),8. 00 (2H, d, J=8. 8Hz), 
7. 79 (IH, d, J=7. 8Hz),7. 62 (IH, 
t, J=8. 4Hz) , 7. 61-7. 55 (3H, m) , 
7.44(1H, d, J=8. lHz),7. 16 (IH,. 
dd, J=12. 1. 2. 6Hz) , 7. 02 (IH, dd 
, J=8. 4, 2.6Hz),5. 12 (2H, s),4. 
07 (IH, brt, J=12. 5Hz) , 2. 33 (2H 
, brra) , 1. 96-1. 79 (4H, brm) , 1. 7 
1-1. 61 (IH, brm), 1.49 1.21(3H 
, brm) • 


OH 

HCI 

t> ^' 


> 9 0% (NMR) 


MS 623 (M+1) 




mmm^^ 436 


IH NMR(5) ppm 

300MHz, DMS0-d6 
8. 41 (IH, d, J=7. 7Hz) , 8.'30-8. 2 
6 (2H. m) , 8. 18 (IH. d, J=l. 4Hz) . 
7. 99 (IH, dd, J=l. 7Hz, 8. OHz) , 7 
.89(1H, d,J=10. lHz),7. 67 (IH, 
t, J=8. 8Hz) , 7. 55-7. 45 (5H, m) , 
7. 20 (IH, d, J=12. 2Hz) , 7. 07 (IH 
, dd, J=2. IHz, 8. 7Hz), 5. 14 (2H, 
s) , 4. 18-4. 11 (2H, m) , 2. 40-2. 1 
0 (2H, m) , 2. 00-1. 75 (4H, m) . 1. 7 
0-1. 55 (IH, m) , 1. 50-1. 20 (3H, m 
), 1.20(6H,d, J=6.6Hz) 


0 >=\ 
•oK ii Q 


* > 9 0% (NMR) 


MS 680 (M+1) 



489 



wo 03/000254 



PCT/JP02/06405 



m 257 





437 


IH NMR(6) ppm 














MS. > 9 0% (NMR) 




MS 


580 (M+1) 







IH NMR(6) ppm 


CI 


> 9 0% (NMR) 


MS 607 (M+1) 




mmwrn-^ 439 


IH NMR(6) ppm 

300MHz, CDC13 

8.60(lH,d, J=1.5Hz),8. 05 (IH, 
dd, J=l. 6Hz, 8. 7Hz) , 7. 70 (IH, d 
,J=8. 7Hz).7. 62 (2H, d. J=8.2Hz 
),7.49(2H, d, J=8.2Hz),7.31(2 
H, d, J=8.8Hz),7.27-7 23(2H, m 
),7.06(2H, t,J=8.6Hz),6.8G(2 
H, d, J=8. 8Hz) , 5. 05 (2H, s) , 4. 3 
8(1H, m).3. 06 (6H, s), 2. 45-2. 2 
0 (2H, m) , 2. 10-1. 70 (5H, m) , 1. 5 
0-1. 20(3H.ra) 


F 


> 9 0% (NMR) 


MS 591 (M+1) 





490 



wo 03/000254 



PCT/JP02/06405 



M 258 



440 



mm 



MS 




> 9 0% (NMR) 



557 (M+1) 



IH NMR(5) ppm 

300MHz, DMS0-d6 
8. 20 (IH, s) , 7. 86 (2H, m) , 7. 39 ( 
IH, d, J=7. 9Hz) , 7. 34 (IH, d, J=7 
. 9Hz) , 7. 07 (2H, dt, J=2. 3Hz, 8. 
6Hz) , 6. 98-6. 88 (5H, in) , 6. 83 (1 
H, d, J=8. 3Hz),5. 91 (IH, s).3.9 
6(1H, m) , 2. 30-1. 95 (2H, m) , 1. 9 
0-1. 50 (4H, m) , 1. 40-1. 10 (3H, ro 
) 



mmmm^ 441 


IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 24 (IH, d, J=l. 4Hz) , 8. 01 (IH, 
d, J=8. 8Hz) , 7. 91 (IH, dd, J=I. 4 
Hz, 8. 7Hz) , 7. 47 (IH, t. J=8. 4Hz 
),7. 43-7. 35(2H,ra),7. 15-7. 01 
(5H, m) , 6. 92 (2H, d, J=10. 4Hz) , 
6. IKIH, s),3. 90 (IH, m),2. 30- 
1. 95 (2H, m) , 1. 90-1. 50 (4H, m) , 
1.40-1. 10(3H,m) 




> 9 0% (NMR) 


MS 557 (M+1) 




mmm^-B- 442 


IH NMR(6) ppm 

300Mz, DMS0-d6 

8.26(1H, d, J=l. 5Hz),8. IKIH, , 
d, J=8. 9Hz) , 7. 96 (IH, dd, J=8. 9 ^ 
, 1.5Hz),7. 65-7. 57 (5H, ra),7.4 
7(1H, t, J=7. 7Hz) , 7. 35 (IH, d, J 
=7. 6Hz) , 7. 30-7. 22 (3H, m) , 7. 1 
6(1H, dd, J=8. 7, 2. 3Hz),6. 88(1 
H, s) , 4. 04(1H, brt, J=ll. 3Hz) , 
2. 98 (3H, s) 2. 84 (3H, s) , 2. 30-2 
. 10 (2H, brm) , 1. 94-1. 75 (4H, br 
m) , 1. 68-1. 57 (IH, brm) , 1. 45-1 
.14(3fi,brm) 


HCI 

0 0 l< 

F 


' > 9 0% (NMR) 


MS 610 (M+1) 



491 



wo 03/000254 



PCT/JP02/06405 



^ 259 



443 



o 



HO 





mm 



> 9 0% (NMR) 



MS 



666 (M+1) 



IH NMR(6) ppm 

300Mz, DMS0-d6 

8. 23 (IH, s) , 7. 98and7. 89 (2H, A 
Bq, J=8. 8Hz) , 7. 62-7. 06 (IIH, m 
),6. 86 (IH, s),4. 12-3. 77(2H,b 
rm) , 3. 72 (IH, brs) , 3. 69 (IH, br 
s) , 3. 18 (IH, brs) , 3. 05 (IH, brs 
) , 2. 31-2. 08 (2H, brm) , 1. 90-1. 
54 (7H, brm) , 1. 48-1. 13 (5H, brm 
) 



444 



HO^O 



Ha, X 

OH 





> 9 0% (NMR) • 



MS 



718 (M+1) 



IH NMR(6) ppm 

3G0MHZ, DMS0-d6 
8. 36 (IH, s) , 8. 00 (IH, d. J=8. 7H 
z) , 7. 90 (IH, d, J=9. 3Hz) , 7. 80- 
7. 70 (2H, in) , 7. 63-(2H, d, J=8. 4H 
z) , 7. 32 (2H, t, J=8. 7Hz) , 7. 22 ( 
2H, d, J=8. 4Hz) , 5. 62 (IH, d, J=7 
. 5Hz) , 5. 57 (IH, brd, J=4. 8Hz) , 
5.41(2H.s),5.31(lH,ni),4. 29 ( 
IH. m) , 3. 84 (IH, d. J=9. OHz) , 3. 
50-3. 20 (3H, m) . 2. 71 (3H, s) , 2. 
40-2. 20 (2H, ra) . 1. 75-1. 60 (IH, 
m), 1. 50-1.20(3H,in) 



HO^O 

ho'SAd 

OH 



445 




> 9 0% (NMR) 



MS 



733 (M+I) 



IH NMR(8) ppm 

300MHz, DMS0-d6 
8. 36 (IH, s) , 8. 00 (IH, d, J=8. 7H 
z) , 7. 92 (IH, d, J=9. 3Hz) , 7. 57 ( 
IH, t, J=8. 4Hz) , 7. 50-7. 35 (6H, 
m) , 7. 25-7. 05 (4H, m) . 6. 82 (IH. 
s) , 5. 62 (IH, d, J=7. 2Hz) , 5. 56 ( 
IH, ffl) , 5. 28 (IH, brs) , 3. 95 (IH, 
m), 3. 82 (IH, d, J=8. 7Hz), 3. 50- 
3. 20 (3H, m) , 2. 30-2. 05 (2H, m) , 
1. 90-1. 55 (5H, m), 1. 40-1. 10(3 
H,m) 



492 



wo 03/000254 



PCT/JP02/06405 



^ 260 




446 


IH NMR( d ) ppm 


u 


01 

|jr> 1 / \ 

O 


300MHz, DMS0-d6 
8. 29 (IH, s) , 8. 13 (IH, d, J=9. OH 
z) , 7. 97 (IH, d, J=9. GHz) , 7. 63 ( 
IH, t, J=8. 6Hz) , 7. 51-7. 32 (7H, 

m) , 7. 15 (IH, d, J=12. OHz) , 7. 03 

tMi A T~n AUrr^ in Ton ct"^ A 
vln, u, J-y. Urlz; , 0. iU ^Zn, S) , ^ 

. 09 (IH, m) , 3. 82 (2H, t, J=6. 3Hz 

) 3 56 (2H t T=7 4Hz) , 2. 45 (2 

H, m) . 2. 40-2. 10 (2H, m) , 2. 00-1 

. 55(5H,m), 1.50-1. 20 (3H.m) 




> 9 0% (NMR) 




MS 


674 (M+1) 





MS 



447 




> 9 0% (NMR) 



675 (M+1) 



IH Nf,{R( 5 ) ppm 
300MHz, DMS0-d6 

8. 36 (IH, d, J=7. 7Hz), 8. 14 (2H, d, 
J=12. IHz) , 8. 08 (IH, d, J=8. 5Hz) , 
7. 97 (IH, dd, J=l. 7Hz, 8. 3Hz) , 7. 7 
4(1H, dd, J=l. 8Hz, 8. 4Hz) , 7. 58-7 
. 45 (6H, m) , 7. 31 (2H, s) , 7. 12 (IH, 
dd, J=2. 2Hz, 12. IHz) , 7. 00 (IH, dd 
, J=2. 4Hz, 8. 6Hz) , 5. 11 (2H, s) , 4. 
16 (IH. m) , 4. 02 (IH, m) . 2. 20 (2H, m 
), 1. 86(4H,m), 1. 62(lH,m), 1. 21 ( 
9H,m) 



448 




MS 



> 9 0% (NMR) 



640 (M+1) 



IH NMR(5) ppm 
300MHz, DMS0-d6 

8. 29 (2H, m) , 8. 04 (IH, d, J=8. 5Hz) 
, 7. 93 (IH, dd, J=l. 5Hz, 8. 8Hz) , 7. 
60-7. 42 (8H, m) , 7. 05 (IH, dd, J=2. 
2Hz, 12. IHz) , 6. 95 (IH, dd, J=2. 4H 
z, 8. 6Hz) , 5. 11 (2H, s) , 4. 07-3. 90 
(2H, m) , 2. 28-2. 19 (2H, m) , 1. 88-1 
. 84 (4H, m) , 1. 67-1. 62 (IH, m) , 1. 4 
0-1. 26 (3H, m) , 1. 04 (6H, d, J=6. 6H 
z) 
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449 




mi 



MS 



> 9 0% (NMR) 



692 (M+1) 



IH 1\1MR( 5) ppm 
300MHz, DMS0-d6 

8. 31 (IH, s) , 8. 17 (IH, d, J=8. 7Hz) , 
8. 00 (IH, d, J=8. 7Hz) , 7. 78 (IH, d, J 
=8. IHz)-, 7. 66 (IH, t, J=8. 7Hz) , 7. 5 
5-7. 45 (4H, ra) , 7. 40 (IB, d, J=ll. 7H 
z) , 7. 19 (IH, d, J=12. 3Hz) , 7. 05 (IH 
, d, J=8. 7Hz) , 5. 07 (2H, s) , 4. 10 (IH 
, ra) , 3. 85 (2H, t, J=6. 6Hz) , 3. 47 (2H 
, t, J=7. 5z) 2. 60-2. 50 (2H, m) , 2. 40 
-2. 10 (2H, m) , 2. 00-1. 80 (4H, m) . 1. 
75-1. 55 (IH, m), 1. 50-1. 20 (3H, m) 



MS 



450 




> 9 0% (NMR) 



670 (M+1) 



IH NMR(5) ppm 

300MHz, DMS0-d6 

8. 37 (IH, d. J=7. 8Hz) , 8. 15 (IH, s) , 
7. 97 (IH, d, J=9. 8Hz) , 7. 64-7. 45 (8 
H, m) , 7. 12 (IH, d, J=12. IHz) , 7. 00 ( 
IH, d, J=8. 6Hz) ,5.11 (2H, s) , 4.' 21 ( 
3H, s) , 4. 18-4. 05 (IH, tn) , 4. 04-3. 8 
9 (IH, m) , 2. 29-2. 08 (2H, m) , 1. 90-1 
. 74 (4H, m). 1. 68-1. 58 (IH, ni), l. 40 
-1. 17 (3H, m) , 1. 20 (6H, d, J=6. 6Hz) 



451 



HCI )=\ 



MS 





> 9 0% (NMR) 



654 (M+1) 



IH NMR( 6) ppm 
300MHz, DMS0-d6 

8. 29 (IH, s) , 8. 12 (IH, d, J=8. 8Hz) , 

7. 97 (IH, d, J=10. 2Hz) . 7. 65-7. 59 ( 
2H, m) , 7. 51 (4H, s) , 7. 46 (2H, s) , 7. 
15 (IH, d, J=12. 2Hz) , 7. 01 (IH, d, J= 

8. 6Hz) , 5. 15 (2H, s) , 4. 13-3. 98 (IH 
, ffl) , 3. 21 (3H, s) , 2. 56-2. 42 (IH, m) 
, 2. 30-2. 15 (2H, m) , 1. 95-1. 77 (4H, 
m) , 1. 69-1. 59 (IH, m) , 1. 45-1. 17 (3 
H.m),0. 96(6H, d, J=6. 5Hz) 
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452 




mi 



MS 



> 9 0% (NMR) 



640 (M+1) 



IH NMR(6) ppm 
300MHz, DMS0-d6 

10. 1 (IH, s) , 8. 28 (IH, s) , 8. 11 (IH, 
d, J=8. 7Hz) , 7. 96 (IH, d, J=1I. 4Hz) 
, 7. 95 (IH, s) , 7. 72 (IH, d, J=8. 7Hz) 
, 7. 62 (IH, t, J=9. OHz) , 7. 48 and 7 
. 43 (4H, ABq, J=8. 4Hz) , 7. 31 (IH, d, 
J=8. 4Hz) , 7. 13 (IH, d, J=12: OHz) , 7 
. 02 (IH, d, J=9. OHz) , 5. 07 (2H, s) , 4 
. 14-4. 00 (IH, m) , 2. 69-2. 59 (IH, m) 
, 2. 30-2. 12 (2H, m) , 1. 95-1. 77 (4H, 
m) , 1. 71-1. 57 (IH, m) , 1. 45-1. 20 (3 
H,m),l. 12 (6H, d, J=6.9Hz) 



MS 




453 



> 9 0% (NMR) 



542 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 

11. 1 (IH, brs) , 8. 31 (IH, d, J=9. 4Hz 
) , 8. 29 (IH, s) , 8. 07 (IH, d, J=10. 2H 
z) , 7. 70-7. 62 (3H, m) , 7. 31-7. 23 (3 
H, m) , 4. 40-4. 23 (IH, m) , 4. 24 (2H, s 
) , 2. 61 (3H, s) , 2. 34-2. 14 (2H, m) , 1 
. 99-1. 72 (4H, m) , 1. 66-1. 54 (IH, m) 
, 1. 46-1. 30 (IH, m) , 1. 27-1. 08 (2H, 
m) 



454 



0 "''I p 



MS 





> 9 0% (NMR) 



656 (M+1) 



IH NMR(6) ppm 
300MHz, DMS0-d6 

8. 27 (IH, d, J=l. 4Hz) , 8. 05 (IH, d, J 
=8. 7Hz) . 7. 92 (IH, d; J=8. 7Hz) , 7. 7 
9 (IH, d, J=7. 8Hz) , 7. 59 (IH, t, J=8. 
6Hz) , 7. 55-7. 45 (4H, m) , 7. 37 (IH, d 
; J=ll. 4Hz) , 7. 14 (IH, d, J=12. IHz)- 
, 7. 01 (IH, d, J=8. 6Hz) , 5. 04 (2H, s) 
, 4. 10 (IH, m) , 3. 84 (2H, t, J=6. 9Hz) 
, 2. 55-2. 45 (2H, m) , 2. 40-2. 10 (4H, 
m) , 2. 00-1. 80 (4H, m) , 1. 75-1. 55 ( 
lH,in), 1. 50-1. 20(3H,m) 
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MS 



455 




> 9 0 % (NMR) 



648 (M+1) 



IH MIR ( 6 ) ppm 
300MHz, DMS0-d6 

10. 05 (IH, brs) , 8. 32 (IH. d, J=l. 3H 
z) , 8. 19 (IH, d, J=8. 8Hz) . 8. 01 (IH, 
d, J=8. 7Hz) , 7. 67 ( IH, t, J=8. 6Hz) , 
7. 50-7. 41 (5H, m) , 7. 38-7. 33 (2H, m 
) , 7. 17 (IH, dd, J=2. 2Hz, 12. 2Hz) , 7 
. 05 (IH, dd, J=2. 2Hz, 8. 7Hz) , 5. 10 ( 
2H, s) , 4. 12 (IH, m) , 3. 07 (3H, s) , 2. 
40-2. 10 (2H, m) , 2. 00-1. 80 (4H, m) , 
1.75-1. 55 (lH,m). 1.50-1.20 (3H, 
m) 



mmm^ 



456 




mm 



MS 



> 9 0 % (NMR) 



662 (M+1) 



IH MR(5) ppm 
300MHz, DMSO-de 

8. 31 (IH, d, J=l. 4Hz) , 8. 17 (IH, d, J 
=8. 8Hz) , 8. 00 (IH, dd, J=l. 5Hz, 8. 7 
Hz) , 7. 73 (IH, d, J=2. 3Hz) , 7. 66 (IH 
, t, J=8. 6Hz) , 7. 66 (IH, dd, J=2. 3Hz 
, 8. 3Hz) , 7. 50-7. 47 (4H, m) , 7. 42 (1 
H, d, J=8. 3Hz) , 7. 19 (IH, d, J=12. 2H 
z) , 7. 06 (IH, dd, J=2. 2Hz, 8. 6Hz) , 5 
. 11 (2H, s),4. 10(1H, m), 3. 3l(3H, s 
) , 3. 03 (3H, s) , 2. 40-2. 10 (2H, m) , 2 
. 00-1. 80 (4H, m) , 1. 75-1. 55 (IH, m) 
, 1. 50-1.20(3H.m) 



MS 



457 




> 9 0 % (NMR) 



639 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 

8. 41 (IH, d, J=8. 8Hz) , 8. 28 (IH, s) , 
8. 10 (IH, d, J=9. 2Hz) , 7. 96 (IH, d, J 
=8. 8Hz) , 7. 87 (IH, d, J=8. 8Hz) , 7. 6 
1 (IH, dd, J=8. 5Hz, 8. 5Hz) , 7. 56-7. 
49 (4H, m) , 7. 19 (IH, dd, J=2. 4Hz, 12 
. 2Hz) , 7. 05 (IH, dd, J=2. 4Hz, 8. 7Hz 
) , 5. 18 (2H, s) , 4. 06-3. 97 (4H, m) , 2 
. 62 (2H, t. J=8. IHz) , 2. 28-2. 15 (2H 
, m) , 2. 11-2. 01 (4H, m) , 1. 91-1. 87 ( 
4H, m) , 1. 64 (IH, m) , 1. 43-1. 23 (3H, 
•n) 
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m 



MS 



*264 



458 




> 9 0% (NMR) 



612 (M+1) 



IH NMR ( 5 ) ppm 
300MHz, DMS0-d6 

10.19(iH, s),8.29(lH, s),8. 14(1 
H, d, J=8. 8Hz) , 7. 98 (IH, dd, J=l. 7H 
z, 8. 7Hz) , 7. 90 (IH, d, J=2. 2Hz) , 7. 
69 (IH, dd, J=2. 2Hz, 8, 4Hz) , 7. 64 (1 
H, dd, J=8. 5Hz, 8. 5Hz) , 7. 50-7, 42 ( 
4H, m) , 7. 32 (IH, d, J=8. 4 Hz) , 7. 14 
(IH, dd, J=2. 5Hz, 12. IHz) , 7. 02 (IH 
, dd, J=2. 4Hz, 8. 6Hz) , 5. 08 (2H, s) , 
4. 17-4. 02 (IH, m) . 2. 30-2. 18 (2H, m 
) , 2. 08 (3H, s) , 1. 87-1. 79 (4H, m) , 1 
. 68-1. 59 (IH, m) , 1. 35-1. 23 (3H, m) 





459- 


IH NMR( 5) ppm 
300MHz, DMS0-d6 

8. 29 (IH. s) , 8. 11 (IH, d, J=8. 8Hz) , 
7. 96 (IH, d, J=8. 6Hz) , 7. 64-7. 58 (2 
H, m) , 7. 51 (4H, s) , 7. 44 (2H, s) , 7. 1 
5 (IH, d, J=12. 2Hz) , 7. 02 (IH, d, J=8 
. 5H) , 5. 14 (2H, s) , 4. 12-3. 95 (IH, 
m) , 3. 70 (2H, q, J=7. IHz) , 2. 50 (3H, 
s) , 2. 31-2. 12 (2H, m) , 1. 92-1. 82 (4 
H. m) , 1. 69-1. 57 (IH, m) , 1. 43-1. 16 
(3H,m),1.05(3H, t, J=7. IHz) 


0 


HGI 




> 9 0% (NMR) 


MS 


640 (M+1) 





460 




MS 



> 9 0% (NMR) 



654 (M+1) 



IH NMR ( 6 ) ppm 
300MHz, DMS0-d6 

8. 28 (IH, s) , 8. 09 (IH, d, J=8. 8Hz) , 
7. 95 (IH, d, J=10. IHz) , 7. 64-7. 56 ( 
2H, m) , 7. 51 (4H, ws) , 7. 44 (2H, s) , 7 
. 14 (IH, d, J=12. 2Hz) , 7. 01 (IH, d, J 
=8. 6Hz) , 5. 14 (2H, s) , 4. 12-3. 95 (l 
H, m) , 3. 64 (2H, t, J=7. 2Hz) , 2. 50 (3 
H, s) , 2. 31-2. 12 (2H, m) , 1. 93-1. 84 
(4H, m) , 1. 69-1. 59 (IH. m) , 1. 52-1. 
17 (5H, m) , 0. 84 (3H, t. J-7. 3Hz) 
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mm 



MS 



461 




> 9 0% (NMR) 



676 (M+1) 



IH mm(5) ppm 
400MHz. DMS0-d6 

8. 30 (IH, s) , 8. 13 (IH, d, J=8. 8Hz) , 
7. 99 (IH, d, J=8. 8Hz) , 7. 69 (IH, s) , 
7. 62 (IH, t, J=8. 4Hz) , 7. 96-7. 50 (4 
H, m) . 7. 45 (IH, d, J=8. 7Hz) , 7. 17 (1 

H, dd. J=2. 3Hz, 12. OHz), 7. 05 (IH. d 
d, J=2. 2Hz, 8. 7Hz) , 5. 14 (2H, s) , 4. 
07 (IH, m) , 3. 73 (2H, q, J=7. 2Hz) , 3. 
05 (3H, s) , 2. 40-2. 10 (2H, m) , 2. 00- 

I. 80 (4H, id) , 1. 75-1. 55 (IH, m) , 1. 5 
0-1. 20 (3H, m) , 1. 06 (3H, t, J=7. 2Hz 
) 



462 



^ HCI >=x 



MS 




> 9 0% (NMR) 



690 (M+1) 



IH NMR(5) ppm 

300MHz, DMS0-d6 

8. 30 (IH, s) , 8. 13 (IH, d, J=8. 7Hz) , 
7. 98 (IH, d, J=8. 7Hz) , 7. 70 (IH, d, J 
=1. 8Hz) , 7. 63 (IH, t, J=8. 4Hz) . 7. 5 
5-7. 50 (5H, m) , 7. 43 (lU, d, J=8. IHz 
) , 7. 15 (IH, d, J=12. OHz) , 7. 02 (IH, 
d, J=8. 7Hz) , 5. 13 (2H, s) , 4. 07 (IH, 
m) , 3. 65 (2H, t, J=6. 6Hz) , 3. 03 (3H, 
s) , 2. 40-2. 10 (2H, m) , 2. 00-1. 75 (4 
H, m) , 1. 70-1. 60 (IH, m) , 1. 50-1. 20 
(5H,m),0. 87 (3H, t, J=7. 5Hz) 



463 



Q HCI 



MS 




> 9 0 % (NMR) 



626 (M+1) 



IH NMR(6) ppm 
300MHz, DMS0-d6 

8. 29 (IH, s) , 8. 11 (IH, d, J=8. 5Hz) , 
7. 97 (IH, d, J=9. 9Hz) , 7. 65 (IH, br) 
, 7. 61 (IH, d, J=8. 4Hz) , 7. 53-7. 42 ( 
6H, m), 7. 16 (IH, dd, J=2. 2Hz, 12. IH 
z), 7. 03 (IH, dd, J=2. OHz, 9. OHz), 5 
. 12 (2H, s) , 4. 04-4. 00 (IH, m) , 3. 24 
(3H, s) , 2. 20 (2H, m) , 1. 87 (7H, m) , 1 
. 64(lH,m), 1.41-1. 28 (3H,m) 
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464 



0 




> 9 0% (NMR) 



MS 



676 (M+1) 



IH NMR(5) ppm 
300MHz, DMS0-d6 

8. 28 (IH, s) , 8. 09 (IH, d, J=8. 8Hz) , 
7. 95 (IH, d, J=8. 8Hz) , 7. 73 (IH, d, J 
=2. 2Hz) , 7. 63-7. 39 (7H, m) , 7. 15 (1 
H, dd, J=2. 2Hz, 12. IHz) , 7. 01 (IH, d 
d, J=2. GHz, 8. 6Hz) , 5. 10 (2H, s) , 4. 
05-3. 99 (IH, m) , 3. 34 (3H, s) , 3. 23 ( 
2H, q, J=7. 2Hz) , 2. 20 (2H, m) , 1. 87 ( 
4H, m) , 1. 62 (IH, m) , 1. 33 (3H, m) , 1. 
24(3H, t, J=7.3Hz) 



465 



Gl 

0 "CI p 




> 9 0%' (NMR) 



MS 



690 (M+1) 



IH NMR(5) ppm 
300MHz, DMS0-d6 

8. 29 (IH. d, J=l. 5Hz) , 8. 11 (IH. d, 

J=8. 8Hz) , 7. 98 (IH, dd, J=l. 4Hz, 8 
. 4Hz) , 7. 69 (IH, d, J=2. 2Hz) , 7. 62 
(IH, dd, J=8. 6Hz, 8. 6Hz) , 7. 56-7. 
47 (5H. m) , 7. 43 (IH, d, J=8. IHz) , 7 
. 16 (IH, dd, J=2. 2Hz, 12. IHz) , 7. 0 
2(1H, dd, J=2. 4Hz, 8. 7Hz) , 5. 13 (2 
H, s) . 4. 09-4. 02 (IH, m) , 3. 77 (2H, 
q, J=6. 8Hz) , 3. 19 (2H, q, J=7. 4Hz) 
, 2. 25-2. 21 (2H, m) , l.'90-l. 87 (4H 
, m) , 1. 63 (IH, m) , 1. 39-1. 33 (3H, m 
) , 1. 27 (3H, t, J=7. 4Hz) , 1. 06 (3H, 
t, J=6. 9Hz) 



466 




> 9 0% (NMR) 



MS 



640 (M+1) 



IH NMR(5) ppm 
300MHz, DMS0-d6 

8. 28 (IH, s) , 8. 10 (IH, d, J=8. 4Hz) 
, 7. 96 (IH, d, J=8. 4Hz) , 7. 64 (IH, s 
) , 7. 61 (IH, d, J=8. 4Hz) , 7. 50 (4H, 
s), 7. 44 (2H, s), 7. 14 (IH, d, J=12. 
OHz) , 7. 02 (IH, d, J=8. 4Hz) . 5. 12 ( 
2H, s) , 4. 12-3. 95 (IH, m) , 3. 23 (3H 
, s) , 2. 32-2. 06 (4H, m) , 1. 94-1. 77 
(4H, m) , 1. 70-1. 59 (IH, m) , 1. 42-1 
. 18 (3H, m) , 0. 96 (3H, t. J=7. 2Hz) 
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467 




> 9 0% (NMR) 



MS 



654 (M+1) 



IH NMR(a ) ppra 
300MHz, DMS0-d6 
8. 28 (IH, s),8.08(lH, d, J=8. 7H 
z),7. 95(1H, d, J=8. 4Hz)/7. 60 ( 
IH, t, J=8. 4Hz) , 7. 59 (IH, s) , 7. 
51 (4H, s) , 7. 45and7. 42 (2H. ABq 
, J=8. IHz) , 7. 14 (IH, d, J=12. OH 
z) , 7. 00 (IH, d, J=8. 4Hz),5. 14 ( 
2H, s),4. 12-3. 95 (IH, in),3. 70 ( 
2H, q, J=6. 9Hz) , 2. 30-1. 98 (4H, 
m) , 1. 94-1. 79 (4H, m) , 1. 69-1. 5 
9(lH,m), 1. 45-1. 17 (3H, ra), 1. 0 
5 (3H, t, J=6. 9Hz) , 0. 94 (3H, t, J 
=7. 5Hz) 



468 




> 9 0% (NMR) 



MS 



585 (M+1) 



IH NMR(5) ppm 

400MHz, DMS0-d6 

8. 25 (IH, s) . 7. 96 (IH, d, J=8. 8H 
z),7. 90 (IH, d, J=8. 8Hz),7. 55 ( 
IH, t, J=8. 4Hz) , 7. 46 (2H, d, J=8 
. 7Hz) , 7. 41 (2H, d, J=8. 7Hz) , 7. 
10-7. 00 (2H, m) , 6. 98 (IH, dd, J= 
2. 2Hz, 8. 7Hz) , 5. 05 (2H, s) , 3. 9 
8 (IH, m) , 3. 84 (3H, s) , 2. 30-2. 1 
0(2H,in), 1.90-1. 75 (4H, ra),1.7 
0-1. 60 (IH, in) , 1. 50-1. 20 (3H, m 
) 




MS 



> 9 0 % (NMR) 



654 (M+1) 



IH NMR( 6 ) ppm 
400MHz, DMS0-d6 
8. 26 (IH, s) , 8. 02 (IH, d, J=8. 8H 
z) , 7. 93 (IH, d, J=8. 8Hz) , 7. 60- 
7. 50 (6H, m) , 7. 45 (IH, d, J=8. 7H 
z) , 7. 08 (IH, dd. J=2. 3Hz, 12. OH 
z) , 6. 97 (IH, dd, J-2. 2Hz,- 8. 7Hz 
),5. 18 (2H, s),4.85(lH, sept, J 
=6. 6Hz) , 3. 98 (IH, m) , 2. 40-2. 1 
0 (2H, m) , 2. 00-1. 80 (4H. m) , 1. 7 
5-1. 55 (4H, m) , 1. 50-1. 20 (3H, ra 
), 1.02(6H, d, J=6.6Hz) 



500 



wo 03/000254 



PCT/JP02/06405 



^268 



HO-^O 



MS 



470 




> 9 0% (NMR) 



814 (M+1) 



IH m ( 5 ) ppm 
300MHz, DMS0-d6 

8. 39 (IH, d, J=l, 4Hz) , 8. 04 (IH. d, 

J=S. BHz) , 7. 98 (IH, d, J=2. 2Hz) , 7 
. 95 (IH, d, J=8. 8Hz) , 7. 78 (IH, dd, 
J=2. 3Hz, 8. 5Hz) , 7. 57 (IH, t, J=8. 
6Hz) , 7. 50 (2H, d, J=8. BHz) , 7. 45 ( 
2H, d, J=8. 8Hz) , 7. 39 (IH, d, J=8. 4 
Hz) , 7. 10 (IH, d, J=12. IHz) , 6. 98 ( 
IH, d, J=8. 6Hz) , 5. 65-5. 60 (2H, m) 
, 5. 35 (IH, d, J=4. 2Hz) , 5. 08 (2H, s 
) , 4. 00 (IH, m) , 3. 93-3. 84 (3H, m) , 
3. 50-3. 30 (4H, m) 2. 54 (2H, t, J=7. 
8Hz) , 2. 40-2. 00 (4H, m) , 1. 95-1. 7 
5 (4H, m) , 1. 70-1. 55 (IH, m) , 1. 45- 
1. 15(3H,m) • 



mi 



MS 



471 




> 9 0% (NMR) 



311 (M+1) 



IH NMR( 6 ) ppm 
300MHz, DMS0-d6 

12. 78 (IH, brs) , 8. 30 (IH, dd, J=0. 
9Hz, 1. 5Hz) , 8. 22 (IH, d, J=l. 5Hz) 
, 7. 95 (IH, d, J=l. 8Hz) . 7. 94 (IH, d 
, J=8. 4Hz) , 7. 85 (IH, dd, J=l. 2Hz, 
8. 4Hz) , 6. 96 (IH, dd, J=0. 9Hz, 1. 8 
Hz) , 4. 46 (IH, m) , 2. 40-2. 10 (2H, m 
) , 2. 00-1. 20 (8H, m) 
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702 



HCI 





> 9 0% (NMR) 



MS 



641 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8. 97 (IH, d, J=l. 8Hz), 8. 52 (IH, 
d, J=2. 4Hz) , 8. 36 (IH, d, J=7. 8H 
z),8. 16 (IH, s),7. 96(!H,d, J=8 
.lHz),7. 55-7. 40 (5H, m),7. 14 ( 
IH, d, J=12. 6Hz) , 7. 01 (IH, dd, J 
=8.4Hz, 1.8Hz), 5.11 (2H, s),4. 
20-3. 95 (2H, m) , 2. 65-2. 45 (2H, 
III) , 1. 95-1. 80 (5H, m) , 1. 20-1. 1 
0(3H.ni) 



703 




> 9 0% (NMR) 



MS 



653 (M+1) 



IH NMR(6) ppm 

300MHz, DMS0-d6 
8.97(1H, d, J=1.8Hz),8. 52 (IH, 
d, J=l. 8Hz) , 7. 82 (IH, s) , 7. 70- 
7.35(7H.in),7. 13 (IH, d, J=12. 3 
Hz), 7. 00 (IH, d, J=ll. lHz),5. 1 
4 (2H, s) , 3. 60-3. 35 (4H, m) , 2, 6 
5-2. 40 (2H, m) , 2. 00-2. 55 (9H, m 
), 1.40-1. 10(3H.in) 
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:^mm\-t. ni^x-\i^im^fh±wm2 001-19378 6Rnmm2 001- 
3 5 1 5 3 7 ^mmt]^x^^ . ^fih(Dp^mit^mmm\^'^^^f^^'i>(^'^^ 

S o 
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G^{*. c(-ro. m^im^^ m.nm^. jLi^R^-em^^tix-h^^r^mmm^x 

(1) 7k#Jm^. 

(2) ci-6 T/i-:^ / 4 

(4) v-r / 

(6) Tia ^V^>-:7"A;S^e>i8{i^5l75^3l@co«mS-t? gm $ T ^ J: v ^ C 1-6 

■ ridf-iy^^ Cl-6 T/^=i^->'Cl-6 T/^'=^:^^^■$/S^ Cl-6 T/l^^ =^ v':*/^:^?:=^/VS 

(7) -COOR^\ 
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:^7Vl/— ;^M3^'>'im^s v^ryS. -hn^, Cl-6 T/l/^/^S^ /m=?^' 
WbCl-6 T/l-^ar/V'K, C 1-6 r/l-;^; y -(CHa) r-COOR". -(C 
H2),-CONR"R''\ -(CH2),-NR"R''\ - (C Hg) , -N R"- C O R*■^ 
-(CHg) r-NHS 02R''\ -(CHa) .-OR". - (C Hg) , - S R", -(CHg) 

S OoR^SLtK-CCH^) S OoNR^R''^ 

^U. r fiOXfi 1 7iM6 (D^#[-efe5o 

(8) — CONR''2R"\ 

:!:^-eR^^S.t)«R"M4. ^H-^H^Saiut. 7K*m^^. ci-6 T/v^^f-v^sx}* 

(9) _C ( = NR"')NH2. 

(10) -NHR"\ 

r.;:-^'R"'«. 7K*J®-?s ci-6 T/i^:* y -T/i^^Xfici-e t/i-=¥/^>^^/i^7K=/^ 

(11) -oR"^ 

(12) -S02R=\ 

:::!:t-r^M*. tKMS. T^y£. c i-6 T/v^/vSXiic i-e t^v^^/vt ^ y 

(13) -P(=0)(0R«^^)2 

6-14 T y — 7^Cl-6 T/^^/l^S%S*i'So 

(14) ^^iE^. mmU^'BLtmMU'^t^hm\'t^^ l75M4i@®-^y^njg^^ 
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R'RXJ^R^i^. 7K*m-7-Xf±»m$H-Ct> J:V^Cl-6 T/l^=¥/l-S (H«ia^«<^ 
y 

(1) TlBiJ^/^":7^C>?)^b^fm2> 1 5 iB(D»mS-e»m$ti.Tt> J; V^C3-8 
^7U—'^C; ^mM. ^> n i/j^^. C 1-6 T /l-S]^ tJ« C 1-6 T/l^ =3 :3r iX^o 

(2) itf la ^'j^— ycf)^hmi-^fh^ i7b^5m<^ -vm^ $ ti-x t> ct v ^ c s-s 

(3) 




(1) C6-14 T y — /l-S. 

(2) C3-8 iXiJ^ n T7^=3r/^fis 

(3) C3-8 i3T/l^<5r=/vS^ 

(l)7K»i^^x 

(3) g^$tbTt> J;V>Cl-6r/V=3f/VS (t&ia^^<7?ill'9o). 

(4) -OR^' 

r.:i-eR^M^s tK^ie-^^ ci-6 r/v^f-zvaxtic 6-14 t y —/i-c 1-6 t/v^ 
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(l)7K*m-7-> 

(4) - h n 

(5) T^/S. C 1-6 T/l/:*7 y -f7VT ^ yS. 

(6) Cl-6 ^^S^ 

(9) - C O O 

^rTR^'fis Tk^M-^-Xfi Cl-6 T/V^7\^^^MM't^o 

(10) -CONH-(CH2) l-R^'^ 

rw"t?R^^°f*N g^^tl/Tts J^V>Cl-6 T/V'^^/VS (ffflB^ttC>3i o)n Cl-6 

(11) -OR^^\ 

^rT'R""fi. 7K^m-^Xf^»l^$:^"C^5 J:V^Cl-6 T/W=3r/^S (buIE^«'^ 
(12) 



(1') c 6-14 r y — 

(2') C3-8 



— Y 




(Z)w 
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(2' ) TfB^Vi^— ::^D 30^ e>® 1 5 

6-14 T V —/\^^. 

(3')Tiai>"Vi— 7"D;^^b]8fitb§ l75ii5iBc5«l 
3-8 v'i^ t3 T/^=¥/vS^ 

(4' ) TlBiJ^^I — f)> bi® 1 7!;M 5 $ ^> J; C 

6-14 T ]} — /l^Cl-e T/^=3p/;.^^ 

(5' ) bSfitLS. 1 T^M 5 jil(0«mS-e«4ir$ J; V^--x 

mi-£fi^i 7bm 5 ^ <^sm«i?S^ ^tixi,^ y^^T n m»j -e«^ ^ P^tz. c i-e 

(c) v-r y 

(d) =. has. 

(e) tbX -fc ^ V^ C 1-6 T (B&Ifi^^<^5i ^ o) . 

(f) -(CH2) t- CO R""s 

d' ' ) $ tbx <fc c 1-6 T/i'^/ws {mmMm(om 

(2") firlB iJ^Vi^— B & 51 itti ^i7bM5m<o SifeS «^ $ T ^> i v ^ 
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(g) -(CH2) ,-COOR^^^ 

^ o ) X«S&fBi5'Vw-7°B bSfi^a 1 Jbm. 5 iScDSmS-eam^ tbT |> j; V> C 
6-14 r y — T/V=3r/VS^S*i"So 

(h) -(CH2) t-CONR='"R^'\ 

(2")giir$tL-C^ J:v^Cl-6 Tyi-^^r/kS imM&^<oM^ o)^ 
C6-14 T y — 

C6-14 T y — 7VC 1-6 T/V^/t'Sv 

(5" ) tufa ^Vw- B b M tb 5 1 75 ^ 5 #1 (D t?em $ t^T % J: v n 

mi-£fh ^i7bm5 ® o«msT-sm $ tvr t> <t v^^^ o $ ntc c i-e 

(7' ' )SifiB^V^-:7"B bSJms 1 7!fiE 5 j@(Z5mm*T'gm$ tbT % J: 

C3-8 o T/U^/l^S> 

(8' ' ) ItFiB ^^Vv— :/ B ;6=» 6> ^ n 5 1 T^j ^ 5 j@ <D $ ^ J; V ^ 

C3-8 V T/V=3r/l^C 1-6 T/I^^/V^n 
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do' ' ) Cl-6 T/l-^^v'ST^fc '5 s 
(i)-(CH2) t-C (=NR^'')NH2. 

C2-6 T/^'=3^^ — /l^S. 

C6-14 r y — /^-Ss 

C6-14 r i; — /l^C 1-6 T/V-^^r/^S^ 

C3-8 XX aT/V^/W-Cl-e T/l^^/^^'Cfe t) s 
(k)-(CH2) t-0-(CH2),-C0R^". 

d)-(CH2) t-NR^'R"'\ 
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(i")7K*imT-. 

(3' ' ) ffrlBiJ^Vi^- bjlfl^S 1 5 tbT J; 

C6-UT V —^l^^. 

C6-14 T y — 7VC1-6 T/l^^^/I^S. 

(5' ' ) SfrlBr^Vv— :/B 1 5 iiic9«ilrSi?»m § J: 

(m)- (CH2) ,-NR^''CO-R^'\ 

(i")r 5 ys. 

(2' ' ) C 1-6 T /V=^/VT ^ / 

(4' ' ) tulS^Vi--:7'B bSfitb^ 1 5 ^(Dg^STem^ tt-C t> J; v^ 
C6-14 T y — 

(5' ' ) tfrtfl^Vi--:/B bS^tb^ 1 Big 5 ^©emS"eM^$^-c% J:v^ 

(6")H«fai^Vi^--7'B>5^b^tf:n.^ 1 T^MS^KDSmS-rrKm^^-rti J:V^ 

P 1-6 TJV^fVm. ^#^i-6o 
(n)-(CH2) t-NR''^'S02-R^'\ 

1-6 T/i-^^/i-* (tutafea<^ii'9o). Mta^Vv-:/B:a^b^ff^6 17!jS5-{@© 
S^S-T?^^^ j:V^C6-14 T y — /VSXJiitjtar^^V^^^B 
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(o)-(CH2),-S(0),-R^^ 

ir:-T?R"''f*HUf3^ttC03it9-efef9. qltO. lXf*2 1?feSo 
(p)-(CH2) t- S02-NHR^26^ 

6-14 ry —/i^my.i-±nmi^^^—'^Bi}>hmi'£n^ i7bmbm<ow:m^x^m^-^ 

fix ^^^^'r ^m&^M^-t ^ . 
wi-ts 1 3 ©^i^-efe «9 s 

(2') Cl-6 Ty^=^l/>'s 

(3' ) C 2-6 T/l''-:^- 1/ 

(4' ) - ( C H2) ^~ O - ( C H^) , - . 

£JlT> m:^T/nf^s ^ti^^^tl^^^i: Li:. 0 Xtt 1 T^ai 6 (DS#:%S*i"6„ 

(5') -CO-. 

(6')-C02-(CH2),-. 

(7')-CONH— (CH2)„-NH-. 

(8')-NHC02— N 

(9')-NHCONH-. 

(10')-O-(CH2)n-CO-. 

(ll')-0-(CH2)„-0-. 

(12')-S02-s 

(13')-(CH2)^-NR''^2-(CH2)„-. 
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(3" ) l«lS^Vv-:/B z)^ 1 7!jM 5 ^(Z)gmS-C'em$ tLT % J: v^ 

C6-14 T y — /1/C 1-6 T/l/=¥/^S^ 

(4' ' ) tlrl3iJ^Vi---:^B biStf 1 5 fitz^SmS-trffm^ ttT t> J; v^ 
(5")-COR''\ 

(6") -COOK"' (R''5{tt^^lB:^ttC)ai^9c)^ X»s 

(7")-S02R^' (R^n*tilia^tt®il>9 J. 
(14' ) - NR^'^C O - (R^'" {^BUiao^ft ^ P Co) s 
(15')-CONR^^'-(CH2)^-. 

9 . ) j^i<±mm^/^-yB f}>hmi-£f^^ I7bm5 {ii(DSmS-eEm$ tt-C % j; C 

6-14 T y — /VCl-6 T/^^^^l-^^MM't^o 
(16')-CONH-CHR^^*-^ 

% J:V^C6-14 T y — /l^S^#^i-6o 

(17' ) - O - ( C H3) C R«iSR-"- ( C H2) , 

(l")7Km®^. 
(2"):i7/v#^v^7VS> 

(3") Cl-6 T/V=^/^Sn 
(4")-OR''\ 

r wt?R''^ C 1-6 T/V=^^^£X^*C6-14 T y — 7VC1-6 T/V=3f/vS^S^ 
(5")-NHR''^ 
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(6") 

— (CH2)„-r— Tb^CDw' 



(18')-(CH2),-NR^^^-CHR«^^- (R^^^ JStU^R^^' ■^rtl.^'tLfiria^tt^^ 

ii'9o)s 

(19')-NR"^^S Og- 

(20')-S(O).-(CH3)„-CR^^^R'^«-(CH3).- ( e t± 0 . lXf-i2T?fe 
(21')-(CH2)^-CR^^^R^^^-(CH2)„- {-R^''RXlR^''i^. ^th^^fimm^ 

2. G\ G\ G\ G\ G^ G\ G\ G«^TJ«G' 5 1 75^ 4l@;6S^*m 

3. G2:65C (-R')-t?$>^ ^ G';?)5^«ir^^-e&S»^^2fa^©cMflTi^f^'^ 



5 . 111 (D 
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\ 




Cl-l] 




[1-2] 



9^ TIB-^^ [1-33 t?«§tt5^#^'fb^#JX{*^m-tfF^$tb5^co 
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[1-3] 



10. Tta-^^ [1-4] -(:m^fh^m^mit'^'-^:>^i-im:m±wm^th^t 




[1-4] 




12. R\ R\ R^RXJ^R^(D^-h:}^fj:< thl<^ti^. :*/V73^>iX/VS> -c 
0 0R=\ -CONR^^R^^Xf^-SO^R^^ (R=\ R^\ R^'S-tJ^R^M^tt*^ 1 

13. R\ R\ R'Rt^R'(Doh{>ti:< t-hl-^i>^~-COOR^'XhX) . R^' 

14. R\ R\ R':S.t>'R*^^5 ■^^J^>^^< i: l<3^^ ^*M-?> 
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16. noyi)^^ 



17. ^A}5n C6-14Ty — 7^£-efe§ti^^l7Z73il 6(7?V^-f^^^Jc:Ia^O 
o;a^ Cl-6 T/l-=i^v^Cl-6 T/^= ^ v^SX'K^^ ^Vfcgm^-efe 5ft*:« 1 7^; 

Ml 7 (D\^-fM^\TLWM<Dcm%'^mhWMo 

20. Z©>;i>?fe< i: o^s, ^Vk->^D;0^b3gfm^ l75M5i@©emK-e 
a^^tt-rti J;V^---7"^^Cl-6 T7i-^/V'S"efe5lt:^^l73?Ml 9(^V^i"|x^> 




)v 
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^E=^ /S-^E^ 



2 6. ^Vv^7"DO/>5fe< i:t."-^;!j5-(CH,),-NR''^^CO--R'^^ (#12-^ 
2 7. ^Vw-^D(D^/i< i!t>-o:05-(CH,),-NR^^^R^^^ (#fe^f*> f» 

2 9 . TiB-^^cii] x-m^fi^m^mit^mx\-^mm±v^m-^f^^^(^^o 
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A'V-Y- 




-£b^(Z)w CI I] 



Cy' 



















7 




V 






I* 







(2) c 1-6 T/i^;^ y ^ 

(5) = hCJ^s 

(6) TiBiJ^vi-- >^ e.® mm 3 ^ tbx t> c i-e 

^i^^v-S. Cl-6 T 71/^=3^ 1-6 T/V-==arv'«s C 1-6 T-/^=i 

:R.tj«c 1-6 T/v^/vT ^ y So 

(7) -COOR"\ 
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WbCl-6 T7^=3r/]^S^ Cl-6T/V;^7y^/^S^ - (C Hg) , - C O O R". -(C 
H2),-CONR''^R''\ -(CH3).-NR"R''^ - (C H^) , -N R"^- C O R^ 
-(CH,)r-NHSO,R^\ -(CHo),-OR''\ -{Cll,),-SR'\ -(CH,) 
S 02R":^ti«- (C H2) , - S O^NR'^^R''^ 

(8) -CONR"'R''\ 

;!:r-T?R"':^t)^R^M-i. ^fb-eHms^ux. ^*JmT-. ci-6 T/v^^^^v'SxJ^ 

(9) -C ( = NR^'')NH2. 

(10) -NHR^^ 

rr-T?R^'ji. 7K*lm^N ci-6 T/^;^y-f T/^=3r/i';^/i'^^/^ 

(11) -OR^\ 

(12) -S 02R=\ 

r.w-eR"M-±. tK^S. T^/S^ c 1-6 T7V^/v£X}* C 1-6 T;V^7VT ^ y 

(13) -P(=0)(OR^'^)2 

6-14 T y — /t'Ci-e r^^=^/i^S^#^"t'5o 
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^ A. -e S --^T" t2 m^-tr <9 ^ 

R'n. 7K*Jm^XfiK^$tLTt> J:V^Cl-6 T/i^=3ryi/^ (tuf B^tt ® 15 J 

(2) 



MA' it, 

(2) ^^-a^l^JM^, 

(1) C6-14 T y — 7^S^ 

(2) C3-8 v^i^^ nT/l/=^7l/S> Xit. 




)v 
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;X-m^ ^ tlX t> j; V ^ C 6-14 



(1) Tta ^Vk— :7"D b gf^ 5 *^ 
(3) TIB^Vv- bSfitLS 1 5 ^offife^TS^* % J: C 3-8 
T y — /I'C 1-6 T/l^=3r/^^^ Xf4s 

#Cl-6 T/^^/VS> 

mi-^fh^i7bm.5m o«mS-e«m $ tv-C t> <t v ^ -rrgm $ fhtz. c i-e 

(a) 7K*Jm-iFs 

(b) /Mn-^T-'^^I^-f-. 

(c) v-T / 

(d) ::^ h Vim. 

(f)-(CH2),-COR^^\ 

(l')eife$^"C% J:V^Cl-6 T7l^^/^K (Htrl3^«(^3l«5o)> 



524 



wo 03/000254 



PCT/JP02/06405 



6-14 T y — Xfi^ 

(3' )ftirlB^V^-:7'B 1 7!;^ 5 ttT J: V^-~ 

^ o ) jLamm^f/^—yB f}^bm\ttb^ i 5 ^ j; c 

6-14 T y — /WKCl-6 T/!/^/^S^mB^i~§o 
(h)-(CH2) t-CONR^"R^'\ 

(2' ) $ fix t> J: V^ C 1-6 T/l^'Sr/i^^ (fulB^ttOii o ) . 

6-14 T y — /VS, 

(4' )«irfB^^vi— ■T'B 3^1^ 1 75^ 5 {i(^3gmK-esm$ tL-C i V^C 

6-14 T y — /v-ci-e T/^=¥/^'S^ 

Cl-6 T7^=¥/^£^S*-t"§o 

(7' ) tuia^Vk— :/B b^^tL^S 1 5 1@<z)gmSi:«m$ t> J; v^ c 

3-8 t?T7V^/VS^ 

(8' ) t&iB ^vv— :7' B hMiSfi ^ubmsm <^smK-eem $ t^x ^ i v ^ c 
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3-8 Z^i^Vi T/V^/VC 1-6 T/V^/V£^ 

(lO')Cl-6 T/V^i^v-S-efo ^5 ^ 
(i) - (C H2) t - C (= N R^") NHg. 

(j)-(CH,)t-OR^^\ 

2- 6 T/L'^— 

(5' ) tu IB ^Vw- 7° B P. 51 § 1 7!j M 5 #1 <D $ tLT t> i: V N C 
6-14 T y — 

6-14 T y —/wci-e T/v^/i^fis 

(8' ) Mia:i^Vi'-:7°B :^)^ b^fins 1 5 ttT J: v^-- 

xnSCl-6 T/^=¥/^K^ 

3- 8 nT/l^^/l^Ss Xfis 

(10' ) tulBi5^Vi^— :^B e^ilfms 1 T^f^ 5 ^©«ii:S-e«^ ^ ti.T t> J; 

C3-8 UT/V^/VCI-Q T JV-^J'Vm^'h V . 
(k)-(CH2) ,-0-(CH2)p-COR^2\ 

rr^^R^'Mi^ r^/S. ci-e t/v^/vt 5 y^x»tufB^vv-:/B/?)^^^g 

526 



wo 03/000254 



PCT/JP02/06405 



(l')7j<*M-?-s 

6-14 r p — /v^, 

6-14 T y — /i^ci-6 r/i^=¥/vs> 

(6' ) mfia^Vi--:/B bStf 1 5 'fil(D«mS-eSm$ t^T ^> J: v^■-- 
(m)-(CH2) t-NR^2^CO-R^'\ 

r r-eR"'" 7K*M-^> C 1-6 T/^^/^^Xflci-6 T/v:ti / ^ /VS^s^fe 
(l')T^yS. 

(2' ) c 1-6 T7v^)vr 5: y 

(3')tt$^$tbT% j;v^Cl-6 T7V^/v^ (tulB^^<^a'9o)s 
(4' ) m^-^'J^-y'^ 1i-^hm\^^^ 1 73^ 5 ^B©«mSt?gm$ tT.T t> J: c 
6-14 T 3 

(6')B&IBiJ^Vi— :/B;e)^fe®f^^S l7!?M5^<D«mS-e«m$^Tl> J:V^-- 
^^SCl-6 T7^=^/^S^ Sr^^-f-Sc 

(n)-(CH2) t-NR"''S 02-R"'\ 

«mS-egm$tLT^ J:V^C6-14 T y -/VSXf«lBi^/V--7'B^^bS(*tV^ 

527 



wo 03/000254 



PCT/JP02/06405 



1 5l@o«^*T'S#$ti.T^i J;v^^xl3#S^a*-t-5o 

(o)-(CH,),-S(0),-R^^ 
(p) - ( C Hg) , - S O2- N H.R^\ 

6-14 T y -/l-SXf^fufa^Vl— :/B^^b7l{itL^ 1 7Zf3i5{il(D«m^T'«m$ 

(2) Cl-6 T/^^ V^^. 

(3) C2-6 T/V^— V^'s 

(4) -(CH2)^-0-(CH2)„-. 

(5) -CO-. 

(6) -C02-(CH2)„-. 

(7) -CONH- (CH2)^-NH-. 

(8) -NHC02-^ 

(9) -NHCONH-. 

(10) -O-(CH2)^-CO-. 

(11) -0-(CH2)^-0-. 

(12) - S O0-. 

(13) -(CH2)^-NR^^^-(CH2),-. 

(i')7K«K^. 
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(3' ) ftff la ^'/l^-:fB^^bmittl^l7bM5m(D ttm^T-em ^ ^-C J:; V^ C 
6-14 T y — /I^C 1-6 T/l-=3r/i/^^ 

(4' ) tfria^vix— fesfms 1 s ttx t> j; c 

6-14 r V — 

(5')-COR''\ 

r.r-X?R"f*s 7k*lm-T-s g^$ti^T% j;V^Cl-6 T/l/=3r/vS (t&fB^tt<^M 

6-i4Ty -/^-»3z:}«iB^/v-^By6^bSfm§ ubmbmom^^x-m^-^ 

ttT^ J;V^C6-14 T y — /l^CI-e T/i^^J^^^M^'t'^o 
(6')-COOR''' (R^MitufB^a^^a'^o). Xfis 

(7')-S02R''° (R'''(it(!tB^tt<^S'9o). 

(14) -NR^''co- iR''^\imm(DmmtmCo). 

(15) -CON R^^^- ( C Ha) , 

-rx-R'^^fi. gi^^tLT^ J;v^cl-6 r/v-^^f/i^S (StrfB^a<^ii 

6-14 T y — yi/Ci-6 T;v^;v^'^mM-^^o 

(16) - C O NH- C HR"^*-. 

t> J;v^C6-l4 T y — /v£Srit*i-?)o 

(17) - O - ( C Ha) C Roi5R«i«- ( C H^) „ - . 

(i')7K»m^. 

(2')::i7/k7}?dr^X/^Ss 
(3') Cl-6 T/l'^/l/£> 

(4')-oR''^ 

r.^XR^^fi> Cl-6 T/^^/I--BXflC6-14 T y — yVCl-6 T/P-^/l^£^#^ 
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(5') -NHR" 

ril-eR'^t. 7K*lm^s Cl~6 T/i'=¥/VS. C 1-6 T/l'J^/'l'/^SXfiC 6-14 
T y ^/i^Cl-6 T/V^/V:^^ v':^/^^— -^^^^^5^"^'^° 

(6') 

-(CH2)„-r-{^B^(r)w' 

(19) -NR""S02-. 

(20) -S(O)e-(CH,)^-CR^^^R^^«-(CH2).- ( e 0 . lXfi2-r-fe!9. 

(21) -(CH2)^-CR^^^R^"--(CH2)," (R^^^5:t/R^^^f±. -etL^^^fiffia^tt 
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3 1 . Tfs-ig^ [II- 2] ■r:^m^n^mikm2 gia^^^^^^'fti^tfxjii 




B 4— (Z)w [11-2] 



3 2. Tia-^^ [II- 3] -e^$*L§lt^3S2 9ia«;o^##'fb'a'^xf*M 





V-e A' ^ — Y— f B )- (Z) w [11-3] 



Cy' 



3 3. TiB-^^ [II- 4] x-m^ti^m^m2 9mm<Dm-^m^t'B-my.itm 





A'^Y— t-B j-(Z)w [11-4] 

6' 



4, ^ ^IB^ {iff 2 9 IB«c CO a fe 5 o ) 
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H • H ■ H -^^^ H 

3 5. R\ R\ R':^t/R'(7:) 5 ^^{'"J'c^ < i: t> lo^as, :^/^7|^^:^i//v^, -c 
OOR^'Xtt-SOgR^' (n^-eR^^:S:t>^R^Milf:*:S2 9fa«o«^ii«9o) "Cfe^ 

3 6. R\ R\ R'^t}«R^(D5 •^il>^ce< i: % ;*7/V'73^^^v'7VS3?.f^- 

cooR"^ (r.r-t?R^M4lt^3g2 giB^ioai^o) -efe^lt^i^:® 3 siB^cDft-a- 
3 7. R';aS;t7/^4^^=arWi-£-Cfe 19 s R\ R'S-t>~R' ^aSTk^M-^-efe ^It*:^ 
3 8. R\ R\ R='^TJ?R*©5 ■^^f>7:e< lO^5~C0 0R^^-efei9s R^' 

3 9. R\ R\ R^®L-a«R-c^5 •^^^T'i < i: lo^s, 

M5^:«2 9 7Z;M3 3 C>V^-rtLy0^3:|S^(^^'^^'^t;'a'^Xf:±M^Jllt^$t^^S^© 

4 0. ^Cy' iX:^' p^>'^/v£, v-^ n-^^^v-z^S. Vci' T3 

4 2. y ' 
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43. mA' y^=^/i^&. t°7i^=/vSs t°y$^^^/i-Sx 

44. #A' 7a.^7i/sx»t°y ^:^^t^«'^'fe^»^'K4 3iam<^fi^^fii 

f^M^ JnfF^ $ 5 ^ (©So 

4 7. Y^5. -(CH2)^-0-(CH,).-. -NHCO2-. -CONH-CH 
Rai4_^ „(CHz)^-NR«^^-(CH2),-s -CONR^^^-(CH,),-. -0-(C 

4 8. YtK -(CH,)^-0-(CH,).-Xf*-0-(CH,)^-CR-^R-«- 

49. Y^5, -(cH3).-o-(cH,).- (i:i:Lx^m-wim^m-2 9mm.<D 

5 0. Y5J)5, -icn,)^-CR^''R'''-iCU,)^- (#fS-^f*> f»5j^^2 9|B 
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^a35 



r,a3S 



R 



-R 

,a35 



.a3S 



^nm^ bT.7k*M-?-Xi± ci-6 T/i-=¥/vST'fc 19 . f f^: 1 7!;M 3 ©Smtrfe 19 . 
54. zoi}?7t&< 1 0:55, i?'Vi'-:;^D:6^b®fm§ i^'^'^sigtzPttmsx- 



0 

w 



)f 



-N 



)f 



ij^ X }± -tt^ ^ ^ ^ ^ ^ <^ 

5 6. ^';V-':fD(D{>fi:< i: t>-o:dS- (c H^) ^ - C (=NR^^*) NH^ (#lB# 

:® 2 9 5 1 ©v^-rtb;^)4^ta«©li^m^b^^it/xJimm±lW ^^^^ 

5 8. .^VV~7'DCD'>^^< i:%-o;65-(CH3)t-NR^^^CO-R^^^ C^ia-^ 
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SXf* Cl-6 T;V^7Vr 5 J ^Tfe 5ft^^ 2 9 7!;^ 5 1 OV^-m/^>^^|B 
6 1. 2- [4- (3-:/a-^:7^/=3ri^) :7a.::^/V'] - 1 - v-^ n --^r v-zv. 

2- (4- [2- (4 P n :7ai=-7V) - 5 -i^^ n t3-^i/i>/V':^=3e-:/] 

2- {4- [2- (4-^5^ n P^^-^t') - 5 PP-<i/v^^l-^=^v'] :7 3i 
2- [4- (2-:7^n^-5-7^ b^v-^^v^/l-^^^v^) -l-i^ 
2- {4- [2- (4-i5^aa73.c:^/l-) -5-7< b :3r v'-^^-v^/l-^=^-'>'] ^ 

2" {4- [2- ( 4 - n n :7 ^/V) \^^l/^-:y-J^ JV-^^-^^ y 

l__,^^^^arV/v-2- {4- [(E) ^ 
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1- ^^^ U^^i^/U- 2- {4- [(E) - 2-:7a^-/Vtf::^/V] :7 ^ 

i^y^-^ 5 ^"y—^i^— 5 — :t?/u-/j?>'^> 

2— (4 -^^^iy/u:t^-yy — 1 - a ^:/^/^^>^y''f 5 

2— (4 -^>'v^yv::r^v'7a.^/^) - 5 - v-T / - 1 — n^i/^/v—i^^ 

2— (4 — <^i^/k:^dri/:7ax:=^/W - 1 — v'iJ^ n -^^^^/l^-^^-y^ 5 

1 2 - {4- [{4- {A-y^l-:tny 3:.:^^ —2-;^^ 

1 o^^ixyi'— 2 - {4 - [{4- (4 -7/^;ta:7^^7i^) — 2 — 

2_ (4- [tf:=^ (3 -:7/V:;rt2-7:t:=^7U) b^^rix] - 2 —y 

2_ {4- (3 -:7/^;^CJ7c3^^/W') P« h^^ri^] - 2 -77V::^-p:7 3i^ 

2_ (4 — ^v^z-f /v-T^: y :7a^c=^/^) - i -i/iJ' a^v^/i^^^y-f ^ iS^V 
2_ (4 — ^^^yV/WT ^ / — 1—%/^ u^iy^fV-^^^V 4 %¥'y^ 

2_ {4— [3— (3 t2 n :7 :7aiy=3r>/] :7r£:=/^} 

2- {4- [3— (3 a a :7rii^7W :7c3iy^v^] :ya.^7v} -i-i/^ 

2_- [4_ (3 -T-fe :7air:i/u] - \ --y^ ^^^-y 
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1 2 - [4 - -\i a^=^7V:^^-y) ■7^=^;u2 

X-^y^ n^^-^/V'- 2- {4- [3- (4- v^/V-^ ^^v') :7:5^:=^/V;^ 
1 2- {4- [3- (4-fc°y i^/l^P^ ^=^v') :7:3^^7V:^ 

2- (4 -^>'v?/i/;^=3ev':7 3r^/l/) - 1 -v-iJ^ n^^^f^/I^-N, N-v'p^^ 

2- (4 — <>'v^/P';^=3f-v:73^::^/V) - 1 —i^ii^ — N - h ^i^- 

2_ (4 — ^Vv^/i/;r=¥-:^:7 3i:::^/i/) — 1 — i^iJ^ n -^^/^/V— 5 — (1— 
u^l/— 1 — 7^ ^7Vj:5^;v) --O-yM ^ ^y—jv^ 

^7^-0- yV 5; yy—/]^. 

2_ (4-^^xc;5;v::e-=3r->'7 3x=/^) — 1 - v'iJ' a^iX^/l^- 5 - 7« ^^./^ 
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2— [4— (4— ter t — :/^/!/^>v^/^;^=¥v^) y^i^^/l--] 

2— [4— {A~^ nu^iyxy/v:^^-^) ya:,=^jv'] ~ i —-^^ n^^^^;v^ 
2— {4— [(2 — iJ'tao— 5— ^:3^^yV) p« b^-JX] ^ai::^/^} — 1 — n 
1 — v'iJ' n^V^/V— 2 — [4— (4 — b y ^/V^:xv?/l^^:3f-v') 
1 -v-iJ? D^^-^^-Zl^- 2 - [4- (4-7« b^v'^>^-:^/V';^^v') :7;t:=:/l-] 

1 - i/i^ n^^-^/k- 2 - [4- (4 - t-y ^^/l^P^ h ^>'y 
1 — -Sy^ Ci^>-5^7V— 2 — [4— (4 — 7«=f-7V^>'v^7W-::^^V') y zx:.^:-;^] ^ 
1 -v-iJ^ n^>-^/l— 2- {4 - C(3, 5 -v'p«^/l^-4 — T y:^=¥1^y U/l^) 

2— [4— {2 — ^X2n^l^i^/V:t^l^) yct::^7^] — 1 —-^-^ u^>'=f-;V^ 

i^y-r ^ ^y—;v- 5 -^71^;^^ ^-^^ 

2— [4— ( 3 — n a^>'i;?7V;t-^v') y :^=^;V\ - 1 —-^-^^ n^ly^jV^ 

vyv ^ <j^~y— 71^- 5 

2- (4 -^:/v=7i';r^ixy a::::^7i^) - 3 - v^iJ^ H ^^-^/k^y yV 5! 

7V— 5 — ;^7V:gs>^^ 

2_ [4— ^--^^ V 7l'7jN :r^7V-T §: y) 37 r^7l^] — 1 — -y ^ a^:x^>^ 
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1- iy^ n^iy^/u- 2- [4- (3, 5 -i^^ a^=.ju:ti;u:^=^7i^r^ 
y) y=^^}V\ vo-y^-i- 5i5?V^— /V- 5-;^;/l-^^>'^^ 

2— {4- [(4-ter t - :7^^/V:7 :=^/V) 7V#r^;VT ^ 7 ] :7 3^=/V} 
2— {4— [(4 — ^>'v^7V;^^-SX-:7ai::^/L') J^/V/J^^/l'T 5: 7 ] — 
trans-4- [2- JV-^^^'yy ^^^^'^^ - % -tS JVi^^V-^ 
trans-1- [2- ( 4 — ^17 ;n ri/k) -^-iJjVT^^^y^ 
2-- (A—^>i>/\^:t^l^Z7a^=^/V) — 5 -:*/^^'=¥v'^ ^/l^- 1 -v'^ 

3^ n-O-^/V— 2 - [4- (3, 5 - v^i^ n n^i/i>/k;t=3r-'>') ^'rcc^ 

1 n-O'^yl'- 2 - [4- (3, 4-i>:i' n t3^>'S?/l';e-=3r-» :7:3ic::^ 

I —iy^ u^iy^/u— 2 — [4- (:7:e.=7V:^/w^^^/i/T 5: r7ai— yv] 

i_cy^n-<^^f=-/v-2- [4- (i;?:^:^!:^-/^^^ h=3rV) :7;^:=i/i-] -^vyV 

traiLs-i - [2- (4 — v?/v;^-^v/:7 - 5 -:^;^v#^ix-< 

y-/4 ^^V—J'^—l.—A J'^l — 4-ter t — •T'^/l^i/i^ n-^^f-^^ 
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5 

1 Tr2^=2f V/V- 2 - [4- (3, 5 - ^ t3 o ^ix) :7 3^r^ 

1 n-^^-wi/- 2 - [4- (i^y h^v^) ^7:11^7^] --i^-yV 

5: ^^^-71^- 5 -:fy/i^-^i^ms 

[4- (3, t e r t-:/^7V-<Vt;?7V;t- 

2- (4 i>'i^/l.::rdri/y a^r:^7V) -1- (4-p«^7l'v'i> P--^^>71/) 

vyM 5: 5 -:^7 7V#^^. 

l__,;/>^n^:3rV'7l/-2- {4 - [2- (2--^:75^7^) J^h^iX] :7a.::^7l/} 
^^/^/-f 5 71/- 5 -;«7 7V73?i/^, 

1 ^^df-v^/l.- 2- [4- (l--:^:7^7V) h^;x:7:ii=7l/] -<>^y^ 

^ 5, ^^^71^— 5 — :^7l/7j^^^^. 

3^ p^dev-zw- 2- [4- (v^-o-v^/i/Ts: /) :7ccc:^7^] -<:^y'-^^ 
^ry— 71/- 5 -;^7 7i/7i?^^^^ 

2_ [4- (2-lf:7^^y7l/7« h'^V') :7cc=7l/] - l-i^^ 
l^V^ 5: 71/— 5 — ;^7V#>'^^ 

2_ (4 _/<v.:;?yi.:;e-^->:7a^c^7i/) - 1 - ^ a v'7V/<>' yV ^ ^V'— 

7W- 5 --^OjVi^l^m.. 

1 a^=3e^//i/- 2 - [4- (i^^>'v'7l/^ b^arv-) -7 au=:-;V} -<lyV^ 
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l--^^ X2^eriy'/V~ 2- [4- (3, 3 -v?:7ai:=.7l-:/D lf/V;t^i/) 

1- p^^ n^^-y/U- 2- {4- [2- (:7::cy^ix) :7ccc:^/k} 
1 t3^d{^-i//k- 2 — [4— ( 3 — tVV::^^V') :7;3:^/k] 

2- (2 — ^^^v'/^J^^^Sri/- 5 - t:° y i^/l^) - 1 - v-^ n^drWl^^>'yV 5: 

1- ^y^ u^^y/U- 2- {4- 12- (3 , 4, 5 - h P 7^ b =3r ^-37 ^ cru/V) 

^ib^^f-v'] :7j:^/v} ^ /V- 5 

2- (4 — <-^i:^/U^^->-7zt^=^/l-) -1- (4, 4->?p« ^/^v'iJ' n-^-^v- 

1 n^^v-Zk- 2- {4 - [2- (i--^:7^/^) azh^-yl y =c=.iV\ 

2- [4- ( 2 -^i/t>/^:^=¥v':7 3:.y ^ix) :7a:i::^yi/] - i-i^i^ v2--^^y 
2- [4- (3 — <>'v'/p;e-^v':7cn:y ^^{^^x) -7=^=^/1^1 - i-z^^ vx-^^iy 
I -y^ u^^y^/U- 2~ [4- (2-t Kn^iX^j^y ^^s-v-) :7cn^/k] 
1 -iXiJ^.n^arv'/V- 2 - [4- ( 3 - 1 Kt^ =3^ v':7 y ^i^) "7 ^ 
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l-i^^ xi^^Z^/l^- 2- [4- {3-;^ h^i^^:^y^^y) y z^:=-;Vl ^y 
% 5 - ij ivi^yW.^ 

X-^y^ xi^^y}V-2- [4- (2-:7'a7i^°^^X:7aly :7:^::^7V] 
l_,>.^n-v=^^i//l/-2- {4- [2- (3-7^^/1— 2- ■7'^7"c=^/l-;r=3fv') 

:7 3.y=3rv'] :7cT.=7i^} -^^-iZ-r ^ /i^- 5 

x--y^ xi^^-yjv- 2- [4- {2-4 v^y^j^^^^yy ^y ^""y^ 

1 n^arv^yi.- 2- [4- {3-4 V^y^^^-^^^^^ ^ ^ '^^-^^ 

l_,;x^a^^^V7l— 2- {4- [2- (10, 1 1 -v't Kt^i- 5H-i>-< 
Cb, f] T-e^fV- 5-^/1-) ^ib^v-] -O-^V ^ 

- 5 --^jx^i^yW.. 

x-^y^ xi^^yiv-2- {4- [2- (4- hp :7/V'^p;;<^/U':7ai=/v) 
2_ {4_ i^:;^. {A-^ xiny z^=^jv) :^y^yl^ y a^=^/v} -l-yi^n 
l^^y^a^^y;U-2- {4- [2- ( 4 - 7^ b ^i>':7 ^ ^/V) ^ihdf-v-] 
n-^^WV- 2" {4- [2- (2-;^ h^yy:^-/l-) ^b=3r->] 
1 ri-.^v'7V-2- (4- [2- (3-^ cth^^rv'] 

543 



wo 03/000254 



PCT/JP02/06405 



jU— 5 — ::^7 7V#>^, 

1 n^^iX/k- 2 - [4- {2--7 ^i^) = 

1 n-^^arV/V- 2— [4- ( 3 - >^ v'^^ ^ =^ v') :7ai::^ 

]_ n^^v^/l^- 2 - [4- (2, 2 -v^:7^^/]/^ b^^/) :7j^^7l/] 

c i s-1- [2- (4— <>'v'/^;^=35^v'7:t=/i-) - 5-:if/i^^^~y-<>'y^ 

I ^iy^ 2- [4- ( 2 - :7 / =2?^iX:7 :n 7 ^i/) :7ci^^/V]-^ 

1 — i^'i^ a^^iz/l^— 2 — [4— (3 a:. / ^iy) :7^^/u2 

2- {4 - [(2R) —2 — <i/i:;?/^;^=3rv';i7/l^7i?=7l'T5: / — 2 -7 j^^/l^^ 

1 P2^:2^.;y^l,- 2 - {2-77V::^n--4- [2" ( 4 — MJ :7 /V;^ n y< 

^/v^cn^/v) ^Vv^/^;r=3ri/] :7j.^/i^} ^i/y'^ /V- 5 

2- [4- (4 — ^>'v^/^:^=3r^xy ^-5^) ^^^n^^/^] -l-v-i^a^^v- 

jv^l^y^ 5; /l^— 5 — :*'/P'#^>'K^ 

2- {4— [tf;^ (4 -y 5^/1^:7 air^ 71-) y b^^rv-] y^icr^yV} -l-v-^n 

2- {4— [If;;?. ( 4 - :77k;^n :7 :n 7 h^i^] :7 3^=/l'} -l->^^ 

1 -v-^ n-^^v-/!/- 6 -y h=3ri/- 2 - [4- {3 -y ^=^JVZf ni}^^-y) 

y^^/W] ^:/yV /i-— 5 — ;^7/^4^^y^^ 

1 -v'>j?^^^d^v'7U- 6-1: Ki=z^v'- 2- [4- {3 -y cc^^^jvzf n:^^-y) 
ya^^/ul --O-y^ ^^*y^^i/_ 5 -:fy/u:^-^m. 
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1 - 6 2- [4- (3 -r^cc^^Vy^nTis^arv-) -y 
2- {4- [2- (2 -^:/v^7^:t=3rV7^:^/l/) ^ h ^v-] y'cn^/l/} -1 
2- {4- [2- (3 -^^v^/V;e-=^-:x:7cn::^/V) 31 > ;3riX] y =^=^;V) -1 
2- [4- ( 2 — ;^/l-7i^^=^i/p^ ^/^:^=3rv':7:3^ y ^v-) :7^=/k] -i-v-^ 
2_ [4- ( 3 -:^/^#'=¥v'^ ^/i';r^->':7 3iy ^Srv-) :7rc=/v] -i-iXri^ 

2 - {4 — [3_^nn-6- {A ~ ;^ '^/^y =^=-M v'/V^^-^iy] ^'cc 
n/i/} — 1 —iy-^ n^^-ex/l^^wM 5: ^V'— /i--— 5 — /t'/j^^'gl^ 

2- {4- [3_>^t3n-6- (4-7< h:^^^:^;^^::/^) ^>'v^/l-:^-=3f i/] :7 

1 — Z^^ n^^-y/U— 2 - {2—^^/1^— 4— [2- (4— :7/l/:^n^5^ 

2- {4- [2- (4- t e r t -y^^/l^^ a^:^/^) - 5 - ^ n u^lyiy/U:^ 
dpi/] ya^::^/^} — 1 — ->i5^ X^^^iy/U^>-y4 ^ ^y'^JU— 5 - 7^7}^^ ^'^^ 

2_ {4— {3 u ti — 6 —y — 2 -y ;^:tny a:^ 

2 - {4 - [3-^pn-6 - (3, 5 - v'^ n n 7 ^>-v'/^;^^->'] 
:7 31^/1^} — 1 —-y^ Tp.^^ly;v^yy'^ % ^"y'—jv- 5 —-^^vi^ly^^ 

2— {4- [tf:;^; ^A-y ivirxiy b^v^] - 2 7^^ = 

/I/} — 1 - v'iJ' n^d^v'/p^^^Z-i' 5: 5 — ;?7/^7j<>-^^ 

2 — {4- (4— ^^/i^/l^^^^v^i^a::/ ^^v') —2—-^nxiy=s:.:^}V\ -1 — 

2— {4— (4 — <y^Jjv^^-yy :x.J ^-y) - 2- y :^'^J^y ^ 

2 - {4- [3_i^an-6- (2 - h y :7/u;rn 7«^/v:7^^/v) -^^^-^^/i^ 
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2 - {4- C(2R) - 2 -T ^ y - 2 -:7^:::i/Vrc }.^v-] y a^^/U} -1- 
2_ [4- (2 -l:f:7zc^ - 1 - i/^J^ p v-/^-^^- 

2- [4- ( 3 -If 7^3^^ y /V:^^^/) :7^=/l/] - 1 a^aj-ix/U"^:/ 

5: /V— 5 — 

2_{4-[2-{(l-tert b /k/j^^^/l^- 4 - V v'/^) 7« 

2-{4-[3-{(l-tert --^ h ^v-;^ /U^c:^/!/- 4 - y v^yl^) 7« 

2- {4— i^—^nu—Q- (3, 4, 5-hyp« Y ^%yy :xu::^;v) -^l^-J 

2- {4- [2- ( 2 -tf -73^=^ y /W) ^i^f^v-] :7a^^/^} -l-v-iJ^n-^ 
2- [4- (2 — tf:7ai^y/P'7< h=3ri^) — i — >>i5' D -^^r v-/!/-^ 

1 n^^v-zk- 2 - {4- [2- ( 4 - y v*/^7« h ^ix) y J ^ 

1 - v-iJ^ a-.=^v-/l— 2 - {4- [3- (4-fc°-<y h^^rv-) y^J^ 

2- {4 - C(2R) - 2-T-fe^/^T5: 2-:7c3L=/krc b^^ix] :7cc=/l-} 

u^^-y}V-2- {4 - [3- ( 4 - 7^ 3 v-) 

I —i^^ u^^iy/u— 2 - {4— [3— (3 — 3 — 
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2- {4- [{(2S) - X-^^y-yjV- 2.~\fx^3 -J'=^M ^h^Sri^] y 

2 — {4— [3— iJ^nn— 6— (4 — i^/i^^:ty ^^'i^/i^^^i^l 
y^^^/v] — 1 — i/^ n^^iy;V^l^yy( 5; /I'— 5 — 

2— {4— [3— ^aa — 6— (4 — ;^ >':^7V:^=^/V-7 3^^;V-) ^^'v'/V;:^- 

:7ccz:i/i^} — 1 — n^drix/u^i/y'-f 5: 71-— 5 -:^/^#^^^-. 

2 — {4— [3_>^oD— 6— ( 2 — -^^^v^/k;^^^-^^] :7:t=7l/} 

— 1 —^^^ o^=3r^/7i^^vyV ^ ^V^— /I'- 5 -lj;i^T^:y^. 

2— {4— [3 — ^nn— 6 — ( 3 — ^ n n:7 jic^/v) v'^v::^^-:^] :7 3^ 

2- {4- [3 — ci7aa-6— ( 3 - t:° U v^/l^) ^l^-J y 

— 1 - v'iJ' n^^-y/v^^^y^^ 5: /k- 5 -;?7/t'7}?^Ms 

2— {4— [3— ^5^013— 6 — (4 — :7/l';^n ^;xv^/l';^^ ix] -7 

2— [4— (4 — -<>'i:/7l/:^^V':7a:^y ^Sf---^) _ 3 _:7 7V.;^n 7 31^:^/^3 — 1 

2— [4— ( 2 — y'n^— 5 — n n^^v^/U;^-^-^/) :7^^/U] — 1 — v^iJ^ 

2— {4— [3_^t3p— 6— (4 — r^' n o :7 3i=/W -2 

— /i^} — 1 — v-iJ^ n^^wi^^^yV 5; t?*>/— /i'- 5 — 

2- {4- [2- {(l-T-fe^/^-4-t:°-<!; ^ h=3ri/} :7:3^y^v'] 

2- {4- [3- {(1 -T-fe5^/l— 4 - f-^y i^/l^) y a:. J ^^y'^ 

u^^-y/U- 2- {4- [3- (3 -t:°y v^/l^;^ b'^rv') y zi^ / 
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2_ (4— [2- ( 4 - P n y c:^/!/) - 5 h n^>'v^yv:^=3rv'] :7 3^ 

2— {4— [ 3 -T-fe9=->'^T 5: / — 6 — ( 4 — n :7 aic:i7^) -<^y-J'JVisr^ 

2- {4- [2- k^-ts JV-^-^^yy ^^1^) - 5 n n-^:/^;^/^;*-^^/] 

2— {4— [{(2S) —\—^y-J']iv:^^%yl0}Vi^=^?\^—'2. — \ixi))-J':=.;V] 



2_ {2— ^nn-4- [2- {4- Y^) y jV-^u :^'f'jvy ^=.JV) ^y^^iV 

1- i^^ U^^iy/U- 2- {4 - [3- (2-t°y f=3f-» :7a.ydriX] 

2- {4— [2— {4 -1^ r=tr2y — 5 -:7/l^;^a^Vi>/V;^^V] :7 
^rn/l/} — 1 — n^:3rv-7V-<^/y'-f ^ ^^y^^ju— 5 — 71^4? 

2- {4— [3 -;^7/v-7i^'=¥v'- 6 - xauy ^y 1:^/1- :t^-yl 

2 — {4 — 13 —:t>/i^y<^4 /u— 6 — (,A—-i^xiny3::.=-/v) ^y-J;v:^^^y'], 
y a:.^}V\ — 1 — v-^J^ n^drix/v^vyV 5: ^y—zl^— 5 —lJ jVi^^y"^^ 

X-l/^ xx^^-yjv- 2- {4- [2- (v^p^ ^;i^;i7 /V/-^-^^ ;Vyi 1> ^ v^) :7 

7a^=./v} -<vy-r ^ ^ry— /V- 5-:;«j/V7g>-M. 
\-y^ri^^-y}v-2~ {4- [2- (t!"^y :^>'V7js=:7vy b^vy 
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2— {4— [{(2 S) - 1 v;^7i/7jN:=^/^— 2 - t:°n U -y=^;v) 7^ 
2- {4- [{(2S) -l-^i/y'f/V-2-t°n yv^^/I/} 7« >=^v^3 
2_ (4 — [2- (4 -:*/v^^^^;v:7 — 5 — o i3'<>'i?;v;^-af-v] 

1 ci^:3f-v'/l^- 2- {4- [3- (v^^5^/V::i;/W-^-^^/l^^ h^i/) -7 

cn/^ix] r7^=/ix} ^:/y^ 5: ^'>/-7i— 5 

l_.^^n->=3rv'/I— 2- {4- [3- (t°-<y b^^^-) ^7 

aiy^v-] 7zt.z=-;v} -<>-yM $ ^'y^-/^- 5 -;^7/V7}^'i/®> 

n--=3rv'/V'" 2- {4 - [3- {(1 ^y;^/^/]^^/^- 4-t:"-<y 
i^/V) ;^ :7^y ^V-] y ai:=./V} -^i/y-r 5 ^V~— /I— 5 

l_.>.^a--:3ri//I— 2- {4- [{2-7^^/1^-5" (4-i>na:7.i.::^7V) 

2_ {4_ [3— ( 3 — ii' 13 n^>'v?/V:t^v') ys^/^^-^] yai:^^/!/} -1 

2— {4— [3— {A,—-i7xixi^':y^J'jvir-^\/) r7a^J^^y'\ y — l 

1- 1^7 u^^^y}V-2- [A- [3- (4-y/V;^n-<yv?/k;^^v^) 7^ 

a-.^v'/V- 2- {4- [{(2S) -1- {A-=^Vny - 
1 n-^^v-zl— 2- {4- [{(2S) -l-yccc^/^-2-b:°nyi;?= 

2- {4- [{(2S) -1- y^^/l-) -2-fc°nyi^ 
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2— {4- [{5— (4-^ o o:7ciic^/W — 2— P< 

1 n-^:3irv'/^- 2 — {4- [2- (4 n d — 3-::^fn 

1 - v-i^ n-^^Wl^- 2 - {4- [3- (4 -X h y t Kt2 fy^/^^^^v-) 
1 _cy>^ 2 — {4- [3- {^-Yy)'7}V^n:^=^)V^y-J'}Vir 

l^.y^ a ^e^.:yju- 2 - {4 - [3 - {(l-p^ f-f^- 4 - y v'/l^) 7« f 
2_ {4— [3— (4 — t e r t -:/9^/^^^^v^/l^;3-^ v-) :7 3iy^->] 
2_ {4- [3- (2 n P^Vv'7V;r^>^) :7cty^->'] :7a.::^7V} -1 
l-^y^ U^^^y/U- 2- {4- [3- ( 3 - tf y r?:^^/^^-:^] 

2_ {4_ [3- (4 a n ^^ai^/W :7 3^y^v'] :7rcc^/V} — l-ViJ' 
jL n^dr<y/i.- 2 - { 4 - [ 3 - (4 -7^ h ji::^/^) 7azy ^iX] 

xi^^-y)V-2- {4 - [{4- (4 - 
2 ^/l^- 5 -^ry y /V'} 7« h'^rv'] :7 3i^/W ^yV4 ^^^-iz—^^-^- 
2_ {4- [{4- (4 p n 17 3^=1/^) — 2-^^/1-- 5 -^ry'y^v-} p« 

2_ { 4- [1- (4 -y n n^>'-i;;?/^) — ^ — y'}Vir-^-y'\ -7 ^=^jv} 
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X-^^^ n^^xy/V- 2- {4 - [3- { ( 2 - p« 4 -^T U 7« f 

dp-i/} :7 3.y^->'] y:x,=.;v] K^'y^/v- B-:fy;V:^^lym. 

1 -v^iJ^ u^^iy/V- 2— {4-[3-{(2, 4 - v^p< 5 -^^T ^ y /P) 

1 — i/^ n-^^V'/k— 2 — {4— [3— (3, 5 — O T3 :7aic::i/V) :7ai/ 
2- {4- [1- {A--^ nn^:y-j;v) - A -\f-<V y z^=^jV\ 

— 1 — v'^ n-^^-jx/k^^-y^-r 5: /k- 5 — ;?7/V7}?^^^^ 

2- {4- [3- {A — ^ xl^pi^ly^JJVi^■^^y) tf^y^^y] ^^i—zV'} -i 

2 — {4 — [4 — :^/W-^^^7l — 2- {A—-!7 xixi-y ^=^?V) ^ly^J';V:^^-y^ 
•7a:-:=-/U} — 1 — i/^ n----^v'/l^^^/y'^ 5: ^V— 5 

2- {4- [4 - (4 -^5^ n t=^y i:>/] ^rc-yl-} -1 

2- {4- [3- {{2-^ VLXi- A-yf^-J'jV) pi h^i^} ^7 ^ J ^-^1 y a:. 

— 1 — -i/iJ^ n^ae->'/l'^^'yV ^ ^''-/—jV— 5 — ;^/^#^^. 
2— {4— [{(2S) —1- (4 — v^^ 5^/V;^7yw-^^^7^:7ai:=:/l-) — 2~fc:° 

5 -ti;vi:^y-m.. 

2— {4— [2— (4 — ^ n n :7ai=:7l^) — 5 — ^ b=3rv';^;/I^#^/l'^>'v^>'^ 

:r.:^)V)— 1 — v"^ n ^ v^/iz-O- y^ 5; /u- 5 -:^7/l'7}?^^, 

1 n^drv-/^- 2 - [4- ( 3 — b y 7/^:^1=2 ^ ^/v:7ciiy :7ax 

1 -l/^ n-^drv-zV- 2 — { 4 — [{4 — (4 - i?^ ^/Vj^/W-^^-T/l^l^ j^^/V-) 

— 2-^^/1^- 5 -^ryy/u-} :7 01=71-} -o-^-f 5 i^y^— 5 

— :*7!/:^l?^/^^ 

2- {4- [2— (4 — iJ' a a :7ciic:i7V') — 5 — v'^ ^7V;^7 7V/-^^-l' 7V^ Vv^ 
jvir^-y^ -7 =x^z=.jv) - 1 — o--v=35^-i>'7V'^^yV 5; ^^-/^)V- 5 -;^7k7j^V 

■■? 
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2- {4- [{4— (4 -if' n nr73i=7l-) - 2 - ;^ ^/l— 5 - t° y 5: 

2- {4- [{2- (4-^ a n:7ai::^/k) - 3 - fc° v^/k} ^ b^^V'] •:7a^^ 
2- {4- [{3- (4 -i^ n 0:7.1^::^/^) -2-fc:°yv^7^} 7^ h=3r-^] :7^r^ 

/i^} — 1 u^-^i/ jv^i/-/ ^ 5; 71/— 5 — 

2- {4- [2- (3 a n:7cnc^yP') -4-7^^/^X5:7-1, 3, 5- 
b rj r^^i/- 6 --l'/^:^=3rv'] :7a^c:i7i.} - 1 - v'^ p^dr>>'/v^ 5: 

2- {4- [2— ( 4 — t3 n ^ 31 -4- (5 -7^ b ^y'y/l/) ^y-y 

/u^^ix] :7 3ic::i7U'} — 1 - v'iJ' H ix/k^^ 5; iJ?' y'— /i^- 5 — yU/}? >- 

2— [4- (4-^i/i;^7U;r=3riy-6-t:°]; S:-*^^/^;^^^^^^) :7a:.=7V'] -l 
— v'iJ' ^^^l^jV^l/-/^ 5 /l^- 5 — ^/V/J?V^, 

1 — P ^=ar V/V- 2- {4- [4- (4-t°y >^7^7 h ^v-) - 6 - fc:° U 

2- {4- [4- (3 — t3 PI ^cnic^^/l') - 6 -If y 5: v'=:/U'::r^V'] :7ai = 

jv) - 1 -ix^ n^df-i//u^::/y^ 5; ^y^-^^- 5 -;^7/P7j^^:/^, 

2- {4- [2- (4 P n :7 3:;c:i/l^) - 5 - h "SX^ >' v^/l^^T =3rV] :7 
a^z=.)V\ — 1 — v'iJ' n^^v'7U^:xyv 5: ^'y— /i^— 5 — ^yi^^i;^ 

2- {4_ [2- (4 a a:7^rr/V) -5-7« h =¥-v'^:/v^/^;^^ v-] y 

2- {4- [3— (4 — ^ n n:7cn^/V) tf y 2 — -f/i^T^ ^ =3r-:y] 

-y^} — 1 — iyy n^:3^-ix/i/^:/y^ ^i^rv— /I/— 5 — 

2- [4- (2-y^r3-^— 5- t e r t h ^v';&/l'/i?^7l^^>' v^/W;^^-:^) 
-7au=^jV\ — 1 — v'iJ' a^drv'/U^vy-i' 5: ^'y— /I — 5 — ^/l^ji 
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2— {4— [5 — tert— 'T' Y ^-ytl 2 — (4 - ^ n xiy :^=-;V) 

2- {4— i5—ti;l^'^^iy—2— {A— ^ nn-7 ;V) ^i/v?/l';r=3rv'] 
2— {4— [2— ( 4 — n n :7 -c r^/l^) — ^ — 'f-jV-^ jV^l^-J^V 

2— {4— [2— ( 4 — n a 7 3:- — 5 — 7^ ^/l-'J^/V^-^^-l' /^^>'v^/^- 

2- {4 - [3— (ter t ->^^/^;^7l^7T*-f /l') -6- (4— if^nn:7 
— 5 — :;t7/i/7i^^^^^, 

2— {4— [2- (4 — ^ n a :7:3^^yW - 5 r^^^'t^^v v^/i';t=3f 
-y ^z=.;v] — 1 — -i/i^ n^^v'/ix'^^'i/'l' 5: 71^— 5 — h 

2 — (4 — ^>'-v?/p-::^-:3f v-i/^j^ n^:3rv^/^) — 1 — v'^ i3^:3f.i>'/k^:xyV 5: 

2- [2- (2-lf:7a.:=:]J/V:^=3f>>7«^/W - 5 -^^^i::^/!/] -i-^vj^a 
2- [2- (2-lf7a^::^U/k;r=3rv'^^/W - ^ -y 3 A^l - \-^y^ xi^ 

1 —-y-^ xi^^x/jv— 2 — { 4 — [{ 4 — (4 — y/^;^n :7 — 2 — t: K 

1 — v'iJ' n^:3riX/l'- 2 - {4 - [{4- {A—-^}\^'^^^y'7^=-)\^) -2-pJ 
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1- iy^ n^^iy/U- 2- {2-:7/U:tu- 4- [ 4 - :7/^;^n - 2 - (3- 

2- {4— [2- (4 n n rJ^^/lx) - 5 - 7« f ^ ix-^ V v^7l';r=3r v-] :7 
2- {4— [2- ( 4 - ^ n t3 :7 oi — 5-;?^ h ^ v'^^ v'/^;#-^v^] y 

1 - ex>:7 2 — {4- [3 -v>7«^/^:^/W^^^/P- 5 - (4-t° 

1 - v-^ d^^v-/!/- 2 - {4- [ 3 — :;^7/V-7}?d{-v'- 5 — ( 4 - t° JJ v^/^t^ b 

d^^y) :7^y ^^rv-] :7^=/^} ^^^y-r 5 i^y— /u— 5 -tui^T^^i^m —MMM. 

2- {4— [2- ( 4 - n o :7 r:^/!^) -5-7< f^->^i^v'/l^::^:3riy] :7 

a:, -/l^} — 1 — i/i^ n-^-^i/yP-^^-y^ 5; cJ^^y— /l^— 4 — ;i7/l/73?>'^^ 

2 — {4— [ 3 — 6 - (4 — o o :7a:.^/k) -^>'v'/I/:^^v'] 

:7a::^/k}— 1 — v^iJ^ n^dr^:x/L'^>'yV 5 ^-y— /i^— 5 — ;f7 7^7j^^>'^ 41:^:^^ 
2- {4- [{2- (4-:*/l-7i?dr->X7 3ic::i/V') - 3 - If U V?/^} ^ 37 

- 1 -v^i^ n^driy7i.^;xy-r 5 ^i/— /V— 5 
2- {4— [2- {A--^ uny -5-7^ h ^ Vv^/U;^^^^/] :7 

-1— (4 -y' h ^ t '<>'yM ^ 71/- 5 -;^7 

2— {4— [2- ( 4 — n n :7 oi — 5 — ^/l^iJ/W-^^^yl/^V-v? 

1 - ix^ n^dri/yl^- 2 - {4— [ 3 — v=7« ^/W:^7 /W"^^^ yk- 6 — (4-h 
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2— {4— [2— ( 4 — n n oi — 5 — p{ ^7l';^7/v^^^'1'/v^;xv^/^' 
2— {4— [2— (4 -^^7 n a ;7a^^/^) — 5 — v^t^ ^/l^;^/W-^^-f 7l'-<^/v? 
/k::^-^^^] — 2 — :77i'^n :7ct=/^} — 1 — iXi^ n^dr-j>'yk^>'>^'-r $ 71^ 

— 5 - ;^; mMM.. 

2— {4 — [ 3 — ^/W-^'^-f/U— 6 — (4 — ^ n a 

— 2 — y/v:tx:i''7 zc^-zi^} — 1 — iy^ u^^iy/u-^^yy^ ^ ^"V—jv— 5 — -^jv 

2— {4— C 3 — V^^ ^^/k;^/^/-^^^/^— 6 — (4 — ^ >^;=?.7i-'J]^=7l/:7 3:: = 

2— {4— [ 3 — ^/^:^7/W^^^7lx- 6 — ( 3 - t:° P v'/l-) •^^^v'/l/:^^ 

2— {4— [3 — i^T^^/l':*/^^^^^/^— 6 — {^A—-J':^'f-}V-)0}V/^^4jV'7 

— 5 —io 

2— {4— [2- (4 — n n :7ccc=:/i-) — 5— 7« b ^ v--<>'i?7l/;^=3r _ 

7V— 5 —-^JV-^l/W.^ 
2— {4— [2— (4 — ^ n n :7cc=/l^) ~ 5 — v^;^ T^^/I^^^ 

2— {4— [2— (4 — ^ a n :7 j;— /ix) — 5 — ;^ t:^ >'x^7^:^^::^/l^-0'^^/^-;t- 
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2- {4— [2— (4 p n :7c3i=/k) —h—:^=f-j!^:^fvyT^^f^^^y^^ 

2- {4— [2- (4 13 n — 5 -"i?^ ^/l^T $ / -<>'i>/^;^-=3f 

2- {4- [2- (4 n n:7ccr^/V) - 5 ^^;^/^:!}^=7^T 5: / 

2— {4— [2— ( 4 — ^ t3 n ci^ =-/^) — 5 — ■i>^:3i'5=-/i/;tr/W^'^^/P-^>'-i? 

—'5 — :^7/i/#^^^^ 

2— {4— [2— {4-^ r2ti-y -5 — f y::/a tvv:^? 7W-^^^ 7V-< 

—A — 5 

2- {4- [2- (4 P n :7ai::^/l-) - 5 - U v*/ 
/i/;t-^v'] — 2 — :7/U';;^-cz :7ai^/i-} — 1 — a--^:ar-://i/^^yV ^ 

— 5 jUT^y^^ 

2- {4— [2— (4 -^^ n n :7cn=/^) —5 - ( 1 - y 
^7l'^>-5;'/l';^^v'] — 2 — :7y^:;a-n :7ni=/l'} — 1 —v^^ 13^=^5^ i/yW^^^y-f 

2- {4- [2- (4 n n :73i=/^) -5- ( 2 - t K o ^ v'^^y^) :^ 
/l//^^-f /U^:/v^/k::a-=3rv'] — 2 — y^/l^:^ n :7 r^/l^} — 1 - iXi^ n^dj-iy/ix^ 

2- {4- [2- (4-i5^ n n:7ai:n7V) -5- (4-t Kn ^v't°-<y ) 

2— {4— [2— (4 — ^ n n :7ai=/k) — 5 — -^e/i^Ji^ y / 
;V:^^y'~\ — 2 — :7/W;^n :7 a^^/k} — 1 — -i^^ n^dp-jx/i.^^'yV 5: /l^ 

- 5 -;^7 7^4?v^^ 
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2- {4— [2— {4.—-i7nx:iya^=./u) — 5 — P 7 ;^7/V#^:::^/V^ 

— /k— 5 — 

2- {4— [3— (^/V^^-iXp^ ^71^:^7 7W^^-f/V) — 6- (4— i57nTi:7rc 

2- {4 — [2— {4— ( 2 -:^7 7V7j?^V'J^^/l^) :7a::r^/l/} — 5—^ 

2- {4- [3— ^nti — 6- (4-t Ki=i!3r->^^7V:7aic:i;V) ^Vv'/V::^ 

2- {4 — [3— ^an— 6- (4-^^ > ^7l/7 3; -^^/v'/W;^^ 

v-] y — 1 — n^df i/7i.^^y'^ 5; ^^y^/]^— 5 — 

2— {4— [2— ( 3 — ;*/W4^'^-i:/:7cn=/l') — 5 a a-^Vv^/^;^^-^] 

2— {4— [2— {4 —i^' n t2':7 :r.=^ju) — 5 — p« f^7V^::^-^>'v^/l/:^=¥v'] 
:7a^— 71/} — 1 - v^i? a^dr->'7^-<^^yV 5: ^V—7i/— 5 — :;i7 7i//l^' ^-^s 

2— {4— [2— (4 — ^ n n :7^r:i7W - 5 —7^ 5^71^X71- ^7V^>'>^7l/ 
:^^i/]:7:sLC^7i'}- 1 -iyii^ n^^zyjv^^^y^ ^ ^y--zu- 5 ju:^>'m. 

2— {4— [2— (4 — ^ n n :7:t^7W — 5 — ixry ^:/i^7i';^^-=>'] 37^1 
=71/} — 1 — v-^ n^^i/71/^^^yM 5: ^'y—/U— 5 — ;^7U:^>'^, 

2- {4- [t^^ ( 2 - t° y vVv-) ^ h^V^] yrc:::^7l'} - 1 - >-iJ7 n 

/u^^^y^ 5; ^-y'— 7i/— 5 — ;&/i/7jK:/^^ 

2 — {4— L'if:^ {A~-J;^f';V:fi7V/^^^;Vy^::^/V) 7« ^=^r^X] :7 3i=7l/} 

- 1 - v'iJ' n-^:3p^>/i/^:/y^ 5: iTy— 7k- 5 -:^7k7}?:/^, 

2- {4- [tr;^ (2-f^^ = /l/) p« b=3r^^] -y^^^/V] — 1--^^ u^^i/ 

. 7i/-^yyV ^ ^"y^/v— 5 — ;?7 7i//}?>'^, 

2- {4- [2- (4-;^7 n2n:7^=7W - 5 b^iX^>'v'7V':^^iy] :7 
3ic::7i/} — 1 —i/^ u^^-^/v— 1 H-'f F^^'i^— 5 71/73^' :x^/ 5^71/31;^ 
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2— {4— [2- ( 4 - i^' n n :7 c^/W) - 5 - ^ h ^iy^^-iyjl^ir^-^l ^ 

- 1 — v-^ o^dfix/U'— 1 H--f K^/v- 5 —tsivw^^W.. 
2- {4— [2— (4 a o 37ai=/W) —5— (v^p« ^/I^^/W-^'^^/l^) ^ 

2— {4— [2- (4 — ^ a n :7:sl:::i71/) ~5 — i-y jv/'^^yi ^ 

2— {4— [ 5 — :^/^2}?dr->'— 2 — (4 — ^ n O :7ai^/k) v?/^::^^^^] 
— 2 -:7y^:^n :7ai=/^} — 1 — v-^ n ^d5^iX/lx'^>->/-t' ^ ^5^*:/— /l^— 5 
>^ 

2- {4 - [2- (4-;*y^/i?=3rv^:7ai:=i./l-) -5-7« h=^i/^:/i^/l/;3-=3rv'] 
2- {4- [2— {4.—tl7V^^=^y^;V'7a:.=-}V) -5— 

— 

2- {4- C5-T^y-2- (4 -i^ n o :7^ci^/l^) v'/U::^^^^/] y 

— 1 tx^^^/U^lyy^4 5: ^V^— yl^— 5 — J^/Zl^Jj^^i/^, 

2- {4— [5- ( 4 - ^ n n :7 — 2 — 7< b =3r->^>'i>/^;^7^:7 -f';::! 

2- {4 — [5— (4 — n a :7ct::^/k) —2—^ h ^-:y^^i^/l-:^/l^^:=-7)yl 
2- {4- [2- (4 D n l^aic^./U') - 5 h^ix^^/v^/l'^;^] 37 
2- {4- Cif;^ (4 -:;i77i^#=3rv':7cn^/p) 7< - 2 7 a. 

2— {4— l:7a^::^/u—3~ifVi^/l^;^ h^iyl — 2 — -7;V:tn:7 — 
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2~ {4— [2— {A— nny :!:.:=. jv) — 5— i:;^ "f-jvti /v) 

;V- 5 — -^ ^l^T^l^W.^^^^^^'TJ^^ 

2- {4- [5-:^^^a-2- (4-t:°Pv'/l^) -<^v'/V;r=¥ix3 :7:i.c:^/l^} 
— 1 — -y-^ u^^iy/v^lyy^^ ^ ^"^^jV— 5 - -fi/Vy^l^W. 

2— {4— [2— (4 — n n :7cc:=i/^) — 5— (^>'i//l/;t?7^/-^-^-^ /V) 

2— {4— [2— ( 4 — n n >^ 3^ :=i7i^) — 5— {\/'i7 u^^l^ ;V:^^?vio ;V 
2- {4- [2- {A. — -;; vLxiy z^=-}V) —5- (4- t°y v^/v-p^^/^;^?/w-^ 

2— {4— [2- (4 — n n :7mn/l/) —5— (N — ^^^i^/l^— N — 7« 5^/1^ 

y — 5 - ;^ 

2 - { 4 - [ 5 -i^^ ^7VT 5 y ■^;V'ffs=^7V- 2 - ( 4 - tf v^/V) -^yv^/V 

2- {4- [2- (4— a n -5 - ( 4 - y ^/l/ f-^y 1 

^ i?' y — /I/ - 5 - "ig^:^, 

2- {4- [2- {A--^ nu-y zr.:^;v) -5- {N- ( 3 - t° U i^/^y 5^^^) 

y— /w— 5 -10 jv-f^-iyw. 

2_ {4- [2- (4-:J7 nt3:7^^7V) - 5- {N- ( 2 - 1° P i^/V-y ^/V) 
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2— {4— [2— (4 — a n :7a^::^7l/) - 5— {-y^n^^-^/U^/l-^^'^^ 

2- {4- [2- (4-^ I3n:7 3i^/l') -5- ( 2 - t:° U v^^'- 4 /l^^ 

2- {4- liA-y/i^:t^-7:x^=^/\^) {4- (i^p? ^/i^T 5; y 37 

2— {4— [(4 -:7/U::^n y cizrryU) (4 JUT^^i^y ^:=-/^) y f^v^l 
- 2 :7 3^c:^/k} - i -i^^ n^^i^/^^^/y^-f 5: iJ^-^y— 71^- 5 

2- {4- [2- (4-^ P p:7cc::i7U) -5 - ( 4 - ;^=3r V U v^/ 

2— {4— [2- (4 — ^ P P y o^^/I^) — 5 — t =3rv'^>'i^/^^^v'3 

2- {4- [2- (4-i^ n n:7 ^.=7^) -5- (-f y:7"n if7i/:^;7W-^*^7^) 
^:/v>7i^;r^v'] y ai::^7k} - 1 -v-^J^ n ^=3f-i>'/^^:/y^^ 5; ^V^7V- 5 

7l/7K>'^ 

2- {4— [2- (4 — n n y cn— 71/) —5 - (N — y :/n tVV-N-y 
^7U';*r7W-^-^^7l') ^i/v?7P;a-=3ri/] yair^7l/} — 1 — n ^^iy7^^yyV 
7V- 5 -;&7k4?:/^ mmSx 

2— {4— [2- ( 4 — 13 n y ni r:i7i') —5— (y ^ =71^:^71/^'^ -^e^ 71--) 
^^v^7l/^=¥v'] y j^:=^7l/} - 1 -v-iJ^ n^=3j^v'7V-<yyV /l/- 5 -:;&7V' 

2- {4- [2- (4 t3 p y ^^7V) -5 - (4-^ b=3riyif^y i;i^y 
7V#^7^) ^i/v>7i/;r=3r^/] yc3^=7i/} - 1 --^iJ' a^^Sf^-^/i/^y^/^ 
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2- {4— [2- (4 — ^ n n :7 3^-/i.) -5- ( 3 - t F n ^ Vy°n t:VV;r 
drv-) -7 :^:=-jV} — 1 —-y-^ xi^-^-y?v^:y-J 4 ^-^^V'—jV- 

2— {4— [2— (4 — :^ T3 n —5— {2 — y^ ^ x^-^cl^::^ Y^iy) 

2— [4— ( 2 — :7"n-=e— 5 — ^ f — 2 — :7 = 

2— [4— {2— (4 — ^ n n — 5 — c:^ b n^Vvf/^;^-:^ i^} —2 

2- [4- {5-T5:y-2- (4-i5^ n n:7 3i=.yl-) ^:/v?/l':^^ v-} -2 

2- [4— {2— (4— n n ^'cn^/P) -5- ( 2 y t'n U i^^^/— 1 

2- [4- {2- (4 a a -5- ( 2 -^^"^ y t°n y i^^-- 1 

— -f/W ^^^i:^/l';^-=3r->'} — 2 — :7/V::f T3 y — 1 — v':?' n.^d5^v'yW-<i/ 

2— {4— [2— (4 -y n n y —5— (4-y ^^-/^t'-^y v'^— 1 
5: iJ?"^ y — /y - 5 - /y # ii:^:!: 

2— {4— [5 — Ti?5^/y- 2 - (4 — y P a y^^^/y) ^^^v^/V';r=3riy] y 
2 - {4 - [2 — (4 — ynny:ii - 5- {(4-t:Kn:3fv' ]J v^y 

- 1 — ^/i/yi/^^^^/y) b^ary} ^yv^/y;^^-y] yc3i=/i/} -1— -yyp^ 
drv^/y^y^^^ 5 i^y— /y- 5 -:^7y#>^^, 
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2— {4— [2— (4 — n n :7a^— 7^) —5— (2-7^ h^^^^ h^-y) ^ 
2- {4— [2- ( 4 — o n n/i^) -5 — {2— (2— 7« b^v^^i^h^ 

7k— 5 — 

2— {4— [2— (4 — O D :7a;— 7k) —5— y 7'5^7k;^; 7V/j?^7k) 

2- {4— [2- (4 n a v'a;— 71/) —5— ( 2 - ^ 9^7V^Ty— 7V- 4 

— ^y-y;V:t^^y'\ ya^^7l/} ~ i —y^ xn.^^-y;\^^yy y( ^ ^"-/—jv 

— 5 — ;^7k)!iN ^-^^ 

2_ {4- [2- (4-iJ7 n o:7ai-7k) -5- (3, A--J}^ Yn^-y\f^ 
)} i^y— 1 —4 ^>'v'7k:^^iy] 773^— 7k} — 1— iXi^n^^ix 

7k^ >- ^ — 7k- 5 - ^ 7k# 

2- {4- [2- (4 n n 7a.r:i7k) -5- (3-7<^7k-l, 2, 4- 
;t^ihv'Ty'— 7k— 5 — -l'7k) ^>'v>7k;r=¥v'3 :7ai^7k} — ±—y^ u^^y 
;V^y-/-{ 5 7k- 5 -iJA^T^^m ^WM.. 

2— {4— [2— (4— ^ n n73i=7k) —4— y t°7k:;{7 7ky<^-<7k) 
^^v'7k;^:3f i/] yai=7k} - \—yi^x:i^^^y}V^y-/y(^^V—jV—^—f} 

2- {4- [2- (4 -iJ' n n :7cc— 7k) -4- ( t:°^ D :^7k7j?— 7k) 
^V^7k::t-^V'] :7ct— 7k} - 1 - U ^^i/7k^^ y'-f ^ — 7k- 5 - :^7k 

2 - {4 - [2 - (4-^n ny 3i::^7k) - 5 - {( 1 - t Kn^iX- 2 

7k:/n/^>'— 2 — -l'7k) :^7 7k/-^^-f 7k} ^^V^7k;t^V'3 yaic::i7k} — l-i^i^^ 

n^^v'7k^i/y'-r 5: iJ^V— 7k- 5 -:;(7 7k7i?i/^ :^^4t. 

2- {4.— [2— (4 — ^ n a >'a^^7k) —5 — (4, 4 - v'p? ^7k— 2 
df-f-y' rj V— 2 — -l'7k) ^:/v?7k;:r'3r->'] :7rc:=^7k} — \ —y -^f X2.^is^y jv^y 
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2 -.{4- [2- (4 13 n :7 - ri/l-) -4- ( 4 - t F ^ U v^>: 

— 1 — ^/^^^//I'/i?^/^) ^^v^/^:T=¥ix] :7 3irryk} — 1 — i/^ n^:3^^v^/k^i/ 

2- {4- [2- (4-^ nn:7:2i^7k) -4- {(2-t: Kn^v^ac:^/^) 

— 5 — 41:^:^. 

2- {4- [2- (4-i57 nn:7rc=/l') -4- { ( 4 - t:° U v^/^t^ 5^/1^) 

;v— 5 

2— {4— [2— (4 — n n :7 j^^i^/V-) —4— ( v't^ 5^yl'::^7 7l//-^-=E--i' 7^-) 
2- {4- [5- (2-T5 /^ry^— — r/l^) -2- 

2- {4— [2- ( 4 - iJ' n a y cr: ^yl/) -5 - ( 4 - t ^^^v^ rj i;?^/ 

— 1 — -<>'-2;^/V:^53r^/] yo^cz^/V-} — 1 — v^y la■--^^//W-<y 
2— {4— [5— {-J ;^^7V-fy 7V/^^4 ^l') —2— (4 — y/U';^^ y ^irz/l^) 

^>'v'/i-;^-^v'] yo^^/i/} - 1 -ixy n^apv^/i/^^^yV 5: yV'— 5 

2- {4- [5- (v^T^^/i^j^/w-^^^/^) -2- (3 -y/v;e-ny 
^yi;';v:t^-yl y =^=^;v] - i -y^ xi^^^y;v^^y-/ ^ ^ ^-/—7V- ^ --^ 

2- {4— [2- (5 -y n n5^;^-y 2 — f/l^) —5 — (v't^ 

2- {4- [2-y^n^-5- (5 /l^- 2-^/1-') -<yi> 
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2- {4- [2-:/n^-5- (5 ^/l/^ry— /I'- 2 -^/l^) ^>-v^/^ 

2- {4— [2- (4 — ^ n n :7ai— —5— ( 5 - y'— /I/— 

2 — f/l/) ^>'i^/l^:^^lyl :7c3i=/k} — 1 — n ^=^>^/k^^/yV 5; ^V^- 
2- {4- [2- (4 n n:7a^^/k) -5- ( 5 - ;^ ^/l^^T ^ — /V- 2 

— 5 — ;:^7 /l/TjK ^^^^ 

2— {4— [2— (4 — ^ a n :7a^r:^yl/) — 5 — b 7 V'— /l'- 5 — /I'^V 

2- {4— [5— 2- (4 — i^ry :7:nc::i/V) '<ve;?/V:^^v'] y:c 
2— {4— [5_^nt3— 2— (4 -•7- b ^y^/l/- 5 — -I'yl/iy:!!^/!^) 

v^7W;^^iy] :7ct::^/v} — 1 — iXi^ P^:35^-:y/v^:xyV 3: i^'Vwv— 5 

2- {4- [2- (4-^n C2 r7 3tc:i/^) - 5- {2- (4-t:Kn :3r-jyt:''^ 

2- {4- [2- (4-i^ nt2 7cc=.7U) -5- ( 2 y y 1 

y-r 5: yy-/v- 5 -^^i-Tj^'^-m 

2- {4- [3- (4 O U :7 3i^/k) -5- {V'i^^;V'fy}V/^=^^ )V) 
^v^/^;^=^v'] — 2 -:7/l':^n73ic^7U} - 1 - ix^ n^driy/v^^-yV 3; yy 

2- {4- [2- (4-y an:7cii=/i^) -5- (N- t: Kn =3f i^T ^ i^y ) 
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2- {4— [2- ( 4 - P D :7 -5— (2, 5— 
=3?-y-4H-l, 2, 4 -^=¥f-v'Ty^— /V- 3 r/l') -2 

2 - {4 - [2 - (4-^n o :7^r^/i.) - 5 - ( 2 -;^^y- 3 H - 1 , 2, 
3, 5 -:^=3^-i^^7'c?7-y-_yl,_ 4 ^^i;;/^::^^^^^] _ 2 - :7 7^;:^- P :7 

2- {4— [2— (4 — i> n n :7^^/^) —5- (2, 5-v^tKn-5-;^ 

^y— 4H— 1, 2, 4 — v^ry— 7^- 3 — -f yv-) ^^v^/V;^^v^] -2 — 
:7 71/ ;^ n — 1 — v-y n^carv^/l/^^y-i' 5; ^V^— /I^- 5 —:^/V:^^^'^ 

pj'S^ » *fnll ^ 

2- {4— [2— ( 4 — a n y cr. -5— ("ixy P y°a fcVV:^/W^'^^ 

5: y' y — 71/ - 5 - i7 7^73? itit:^^ 

2- {4 — [2- ( 4 — y n o y :i^:::^7l-) —5 - ( v-y n y"^7l/;^;7W-^'^^ 71^) 
^^v57i/;t=3rv'] — 2 — y7l/::^-o 7 3^^71/} — 1 — v'y a^^-wi^^^^yV 5; y' 
y — 7V— 5—-^ /V:^ 4l:^4^s 

2 — { 4 — C 2 — (4 — y o n y C3ir^7l') — 5 — ( t e r t — y^7^::^7W^'^ 

-Y7^) '<:/v^7V:^^v'] - 2 — y7V^T3 y 3^:^71^} — i—^y^ u^e^zy/v^i^y^ 

-i % y~y— 7W- ^—ti ^w^^ 

2- {4- [2— (4 -y a P y ai:^7W —5— y y^^7^;^7 7W-^^^ 7W 
-<>'v'7l'::^^->] — 2 — 771^:^-0 ya^:::i7V} — 1 — i^y O V'7l/^:X ^-f ^ ^ 

y— 71— 5 71/71?^^ S^:^. 

2 - {4 - [2 — (4 — yn ny ^;:^7P-) - 5 - { ( 1 - t K o ^v'y'n 
2 — i'7i-') :^7P/-^^'i'7i'} ^^iy7i/;^dfv'] — 2 — y7^;^n y c3^^7V'} - 1 -i/ 
y n^^i/71/^^yv ^ y^y— 71— 5 -^^va^i^^ l&^it. 

2— {4— [2— ( 4 — y 13 n y c:^7W) —5— y-^^yiJ jV) ^ 
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2- {4- [2- (4-i5^ an:7:3i:=./k) - 5 - {(2, 3 -v^fc Kn^^rVT^n 
fcVk) ;v) ^>'i;^/k:*-^v'] — 2 — :7/V:;e-n :7 a^::^/^} — 1— -i/^n 

2— {4— [2— (4 — n n :73^r:i/l/) —5— (N — n— f^/l^:^ 
/W<^^/V) — 2 — :77^;t-n :7 3Lc:^/l'} — 1 — ^ a v'/^ 

2- {4- [2- ( 4 - iJ' n n :/ en =71^) —5- (N- ^ ^/I'-N — :7"n tVl- 

2- {4- [2- ( 4 - n n 7 —5- (N-^ V tVW-N-;^ 

2- {4- [2- {A-^ xin-y ^=:.)V) -5- (2, 6 5^/1- P 

2- {4— [5— (:/f^7^:^7/W^^H'/l^) —2— (4 — ^ n a :7a^=.7^) 

i;?/^;^-^-:/] — 2 — :77v^n :7zcc:^yi/} — i — i^i^ n^^ix/v^vyv 5: ^J^y— 

2— {4— [2— (4 — n n :73i:=^/l') —5 — ( v^n tVl/j^/l^/'^^-l' /U) ^ 

2— {4— [2— i4.—i^Viuy^=^;U) —5— (^5^7k:^7 7W-^'^^ 71^) 
i?7k::r=3rv/] — 2 —y/\y:tr:iy — 1 — v^^ n^^i/7k^^^yV 5: 

7l^— 5 — :*7l'#>'^ :^^±i:^ 

2— {4— [2— (4 — ^ n n :7 3^=/k) —5 — { (v^^ ^/k^/W-^^^ 7W T 
^y} ^:/.v'/k::^^ix] — 2 — :7 7i^;^a :7airr7k} — 1 — iXiJ' n^^iy7i'^:/i/ 
^ y'— 7V- 5 - /w^i? ^M^. 
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2- {4- [2- (4-i5^nT3:7ai=/l-) - 5- { JU^ V J :^ /l-:^ =^ T 

2- {4- [2- (4-i^ n a:7aic^/^) - 5 -^7 V'-r K^>'>'/V';^=3rv'] - 

2_ {4 — [2— (4 — n o -^o^^^/k) —5 — { ( j:^/^;^7/l'^-^^-f /l') T 5: 

2 - { 4 - C 2 — (4 n n:7c:c^/^) - 5 — {(-^ yzfvz \f ;V^<.^^ jv) 

2- {4— [2— (3, 4-v^:7/U':^n:7ai=-/V') -5 — (-Y y :7'n t;Vk;^77l^ 

2- {4- [2- (2, 4 -v^7/^;^a :7air:^/^) -5 - yy°n tVl-;^7/L- 

2- {4— [2— (3, 5 -i:;^^?' n n:7cnzz7V) —5- V-^n \f 7V)j ;V/< 

2- {4— [2~ {?> nn — 4.— y jv:tx:iy :^=-/\y) -5- (-f y:/ot:° 
/v-;*/w-<^^/v) ^>'v^/U';^^i/] — 2-y;v:^ny — l -iy^ 

2- {4— [2— (3, 4-i^i5' n n:7ar^/i^) —5— (-f y :/P fcVi-:;?;/!^/^ 

=^^}V) ■^•yx>}V-^^-y'\ - 2-y jv-^viy ,^:=-}V\ - \ —y ^ xi^^yjv^y 

2- {4- [2— (4-;j7pn-2-:77k::e-t3:7^ri/u) -5- (-f y7°n fc" 
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2— {4— [2— (4 — n n — 2 -:7 7V;rn :7^r^/U) —5- (fpiJv^^/ 

2- {4— [2— (4 — n n — 3 — :77^;rn :7cc^/V) -^5- {}^xi]}i^l^ 

2— {4— [2— (4 — ^ n n — 3 — :7/l';tn :7ai=/W) —5- V:fu\f 

2- {4- [2- {4- {^=f-;V=f-:t) y :^=^JV] -5- ( 2 - y n y 

2- {4 - [2- {4- (y«^7V^;r) :7ctr^/V} - 5- (-f y tVV:^?/^ 

2— {4— [4— ii^nn — 2— ( 4 — ^ 12 n —5 — (1, 1— v^:^ 

^y^ y^^ry y v'^'- 2-^/v) - 2 -:7/i/;f a:7azc:^/^} 

2- {4— [4 — iJ'nn— 2— (4 — ^ o n :7ai=/l/) —5— (2— ;^^yt° 
n y v'^^— 1 — -I'/V') ^^v^/k;^^e/] - 2 — :7/i/::^n:7^^/i/} — 1— -i/i^n 
^:3rv'/l'^>'yM 5; 5 -;^7 7V#:/^ 

2- {4- [2- (4 n n -5- y ^ u \f ;VT ^ J /^^-^ 

^:/i>/^;^^v'] — 2 —y ;v:t'ay — 1 — i^iJ' a^^v^/i^^^y 

2— {4— [2— ( 4 — n n y ::::^7^) —5 - {-J';^=f-/\yti;V/<.^^ ;V) ^ 
>'v^7^;^-=3rv'] - 2 -y7U;J-ay j.^71/} — 1 —-y^ u^:y^7V^>y ^ ^ 
—71/- 5 -;^7i-#^>'^ 4^Mii:> 

2- {4- [2- (4-i^ nn:7cc=7^) -5- (,4.-\i i^^l^ 
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2- {4- [2- (^A--^ xxxx-y -5- y:7'r3 fc:V^:^7/W-^'^-f /k) 

^>'v^/^;r=^->'] - 2 — :7/V;^-a:7a^=/V} — l — ci^>-^/V^^y^ 3; ^5?-^ 

2- {4 - [2- (4 — ^ n P :7:t — yl^) -5 - VT' \f jV/<^=^y( JV) 
2- {4— [2- (4 — i> n n :7ai=/l') —5 — (i?^ ^71^:^7 /W-^-^^ yl^) ^ 

2- {4— [2- (4 P t2 :7mr=.7V) -5 — (4 - t KHdrv/t"^]; v^^- 

3 iJ'V —/I — 5 - /i-;^^ i^m MmM. 

2- {4 — [2- (4— n n:7 3i=7l-) —5 — (-f y :7'n fcVl';^7W^^-l' /l^) 
-<>'v^/k::^=¥i/] y^^^/V} -1- b ^ t Kn^:^t°y ^- 4 — f/V) 
y ^ y — - 5 - :^ 

2_ {4— [2— (4 — iJ' n n at— /V) —5 — ( t°n U ■i;?^^— 1 — ^ 

2- {4- [2- (4 n n:7 3;— 7V) —5- y>^n\z°;v^ ;v) 
^^/v^/k:^^^^] — 2 — y/^;rn :7:t^7P} —1— {T Y y ^ >— 
A-^ 7V) -<l^y4 5: ^J^V'-zV- 5 -;^/^7f?V^ ^^ii:. 

2- {4- [2- (4 -i^ P n :7cc=:/w) -5- (2-;r=3ry U v^>'- 1 
-^/k) ^>'i:^/U:t^-yl - 2 — y;V:^uy :ri=^;\y) —1— (T^b^tKn^;^ 

2— {4 — [2— {A—^ nu-y a:.:=^;V) —5 — y y°n tVk;^/W-=?^^ /l^) 
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2- {4- [2- (4 n n r7ar^7l/) -5- y 1 -^/l/:^7/V 

7}?::^/^) ^lyiy/u:t^-y'] — 2 - y /V^n :7 az=^;U} — 1 — U v^y ^^-y^ 
51 71— 5 -:i>/l^:^>'m-. 

2- {4- [2- (4--i^ nn:7;^c:i7^) -5- (2 — f 5 y 2 — f 

2- {4- [2- (4 -y n n :7c3^zz/i/) -5- ( 2 -;t=3r y ;^=¥f-y^ P v^^^ 
— 3— -f/W ■-^i/v^/k;r^i>'] - 2 — :7/^:^n :7aic=i7U} — 1 — iy^J? n 

2- {4- [2- (4-:^ 0 0:7:31^/1^) -5- (2-:^^y4 ^^^y"]) i» 

^tyy -i 5; ^^y^/u— 5 ^^^^ 

2- {4- [2- (4 n n :7ai=yi/) -5- (2 -^^-^-y V 2 -4 
/i-T^y) — 2 —:7/u;r 0:73^^71^} — 1 — ^y^ n^^v/i^^ 

2- {4 - [{2- l{{i^yi^/Ut>7l-^<^4 7U) y h^v-} y^/P] -4- (4 
-y/U:^n-y^=^7U) ^Ty—/^— 5 -4 M y h^^-y] :7ai^/^} — 1— ixy 
n-^=3f- v'/y^yyV ^ ^V^— /W— 5 — :^7/y;^^y^ 

2- {4- [{4- (4-:7/l';^-t2:7::c=/^) -2- (4 — t Ko=3f v-tf^p V? 

y-1 — f/yy^/v) ^ry— /y- 5 --r/y} y b=^-y] ry^i^cr^/y} 

2- {4 - [{4- {A--y/i^:tx2y =c::^/u) -2 - [ (:*7y^-^^-i' /yy h=^iy) 
y^/y] ^ry— /i^- 5 --f/i^} y b:^^^] :7ct=^/y} - i - -y^i^ n^dr^y/y^ 
yyV ^ iJ^^y— 71^- 5 -;^7/yjj^^y^ ^mM. 

2— {4- [{4— (4 — :7/y;t-a:7:tc=-7y) -2— (y ^/y::^/y/^^>r/y) ^ 

Ty'— 71— 5 — -T/y} y b=3ri/] - 2 -y7y;^n y rc::^7y} - \-i/-y u^-^-y 
y yV 5: — 7y - 5 - ;^ 7y /j? y ^ 
2- {4- [{4— (4 -y'/y^To :7ci.=7y) -2 - {(2-t: Ko=3ri^^5^7y) 
tijv^^^4M =f-T-/—;v—^-4M y b=3r-y] - 2 — :77i';e-n :7:3i:^7y} - 
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2- {4— [{2— {A-y jViT'O.y zi^::=-JV) -5- ^-J :^ J- ^ }V) 
2- {4- [{2- (4 -:7/k:^n :7rn=/l-) -5 - y tvw:^7/w^^-r 

2- {4- [{2- {4-y7\^:tnya:.=^/i^) - 5 - (4-t Kn^-:yt°^y 

1 f 7V:*/V7j^^:::^/V) ^:^:7ai>'-3 — (M — 2— :77V:^n:7 

2_ {4— [2— {4-^ x^tiy —5- (v^;^ ^71-:^ /l^/^ /l^) 

>'v?7P:^^-:y] — 2 —yj^:tr2y zx^:=-jU} —l—iy:^u^^y/U~5—Thyy 

2_ {4- [2— {A—iD}Vi^-^%/ya:^=:-7V) — ^ - -17 X3. Xi^y -J JV:^-^^/^ 

— 2 — :7/v;^a y a^^/u} — i — -yiJ' 5 —=r ^yV—f^— 5 — -f/v 

2- {4 — [2- (4 CI ny oi^/l/) -5 - y y n t:Vl-:*/W-^-^^ /V) 
^^■>y/V::r^-y] — 2 — y/i';rny:t=7i'} — 1 — -i^y a^^v'/i^— 5 - (2, 
Kn- 5 -:^=3ry- 4 H-1, 2, 4 -:^=3ri?-v'Ty— 3 --T /l^) 

2_ {4— ^^—-jjjvi^^i/- 2— (4 n a :7 rnr^/i/) ^>'-y/l/;^^v'] 

- i-y iv-^xiy a:.:=-M — b — -yT J — 1 — -yy n^e^-^jv^yy^ 5: yy— 

2- {4- [2- (4-y nnyo::::^/!^) -5- (v'p«^/i-;^7/w^^-r/^) 
yjjv^^iy'] — 2 —y/l^:^ny — 5 - v'T / - 1 - t^-^drv^/^^ 

vy^ ^yv^-/K 

2- {4- [{N— (4-v^7{ ^/^;^7/W-<^^/k) — N- (4 -y/^;^n y oir^ 

/i^) T5:y} y:TL=^/u} — i --yy n^^-y/^^yy^ 5: /v- 5 
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2— {5— Clf>!. {3 -y/l^:tx:iy :x.=^/U) pi^/W] — 2—y jV-^n — A-^ 

2- {3 — jvir^y 3:.=-}V) p^^/i^] — 2 -:7>^^;^a — 4 - 1 

Kn^i/^ct^/w}— 1 -ix^ n^^^yjv^iyVA 5: ^^>^— /k- 5 

2— {4— [( 3 — ( 4 — :7/l^;^n :=i/lx) 

-- b — ti J^T^i^W. M^M.^ 

2- {4- [{3- (4-t: Kn=3r-:xt:°^]; v^/V- 1 -^/k:*/^/^^/^ :7a^:^ 
71^} (4 - :7/V::^n :7 3z=:/k) ^ h^riy] - 2 — :77V;e-i3:7:nrn/k} — 1 — -y-^ n 

1— {[2— {4— ([4- {A-y }Virxi-y ,x,=.;v) - '2.- ^^jvj-yV—jv 

{[2- {4- jV-^Xiy a:.=::.lV) 7^ h:^^-^^] -2-:7/V';e-p:7az 

=-7V} — 1 — i/^J' n-^dr-jy/^^^-y'^ 5; ^V^— /i/- 5 — ^/l^] :^7/V7j^^=7^} - jS 

— D — i^^Vl^i^ n 

2- {4- [2- {A--:7 x:ixiy z^:=.)V) -5- (1, 1 - y y f^T 
y y v'^'- 2 — ^/k) ^:y^J}V:^^^y'\ — 2.—y jV:txiy au=^;V\ -X—-y-^u 

3 - {[4 - ( 5 y y>/l'7}NC=./P'- 1 -i/^ n^^arv-zl^^vy^ 5: ^^/—iV 

— 2—-i)V) — 3 -y/l^^uy zcij ^y] y^/I/} —4 - (4 p n y cn^yk) 

— N— -f y yp tvi/^^/XT 5: p\ 

2- [4- {2- (4-^ nnya^=/i-) -6- (^f y y n fcVl^T 5: y :;f7/^# 
^:/i^/i';^^iy} — 2 — y/^:^D y 3^;^/^] — 1 n^ap-wi^^^'y 

2- [4- {2- (4 -y n a yci:-/!-) -4-y/V:^a-5- (1, 1 -v? 
;^=3^y^ y^ry y i^^'- 2 --f/W ^:/i>/l';r=3rv'} - 2 -y/U::^n y a^rz^i^] 

2- [4- {2- (4-y nnycc=7U) -5- (-f y y n fcWT ^ 7 ;^7/Pj^^ 
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2— [4— {2- (4 -i^ n n :7rc^/l^) —5- (N y tVl^^/l//}?^ 
/v—N — T^^/l^TS: y) — 2 — :7/V-;^n :7ai^/l'] -1— ixi?' 

2- [4- {2- ( 4 - n n :7 ^ cii^/L-) -5- (-Y y :7°n tVk;^/^/K^/^T 
5:y) --<:/v'/^;a-=^v'} — 2 — :y/^;t-n :7ai::^7U3 — 1 — -^y^ n^^Srv-yk^i/y* 

2 — [3 — {[4— (4 :7a^:=^/t') — 2 — ^ ^/I'^T y'— /l^— 5 --^ 
/l^] — 4 — t Kn^ixrjcc::^/!/] — 1 -i/^ n^:3^v'/^^^y^ 5: iJ^'y 

— /k— 5 — 

2— [4- {2- ( 4 - a n :7 — 4 - :7 7i/;g- n - 5 - (2— :r=3ry 

2- [4- {2- (4 -i^ n n :7a::rn/^) -5 - (7^ ^/^y>/^*=/^T 5: / ) 

2— [4— {2— ( 4 — O n c::/^) —5 — [N — ^^/l/— N— 5=-/^ 

2— [4- {[3— (4 n C2 y o^n/i/) —6 - ( 2 y t'n y v^y- 1 
— ^yi/) t;°yv?y-2 — f/i/] y ^^y^J^e-^^rv-} — 2 - y y ^cin/i^] -1 — 

2- [4- {2- (4 n P y jL^/k) -5- (T-fe^/l/T^y) -^yv'/l^ 

— 2-y7i^^nyaic=:/U'] — 1 — -jy^ n^^iy/i^^yy^ 5: ^i/— /w— 

2— [4- {2— ( 4 — a P y ex. —5- (N - T-fe5^/V— N — ^^/^ 

573 



wo 03/000254 



PCT/JP02/06405 



2- [4— {2- (4—1^ uuy -5- (N-Tir^7^-N--rn tf 

2- [4— {2- (4 — ^ n n :7 3.^/l-) -5- [N-:3i^/i — n- (t? ^/l^ 

2- [4— {2- (4 n n :7ai^/^) - 5- [N- 
— N-:7"P tWT 5; y ] ^:/v'/W;r=3rv'} - 2 — 77V-::^n :7 3:;=./^] -l--^^ 

2- [4— {2- (4— n n:7 3i=7l/) —5- (N-T-fe^/l^-N-p^ 5^/1^ 
2- [4— {2- ( 4 - iJ' a a :7 ^/l-) —5 - [N- 

2- [4— {2- (4 -y n n y —5 - [N-^^^-zV—N— 

2- [4— {2- (4 — ^ n n :7^;:i7^) —5- [N- ia:.=^jujU7U:^=./U) 
-N- y-^juT ^ yl ^>'Z:^7U:t^iy} — 2 -y/i^:tx=t'7 zr.=z/u2 -l-Vi^n 

2- [4— {2 - ( 4 - iJ' n a :7 a:: ^7k) —5 - [N-^^^/l^-N— 

T5:y] ^^^v^/^;^^;^} — 2 — :7/i^;e-n :7 -1— Vi^n 

^^iy/V^l^y^ 5: iJ^V— 71^- 5 -;^7^#^^^ 

2- [4- {2- (4 n n :7ai=7V') -5-^ f ^ v'-^>'v?7^:^=^-:y } - 
2 — :7 7^:tn 7 ai^7P] - 1 —iyy u^^-y/u^i^y^ ^ ^"y—jv- 5 —^jvi$, 

2- [4- {2- {A-'!7 VLXi-y a:,=^}V) -5- (N-Tir^7k-N--r V 
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{[2- {4— [2- (4-^nn7^^7V) -5 - ( 2 - y n U 

>'yv 5: ^^-/—jv- 5 — r /I'] ti}Vi^=^}\^) - ^ - d - ^Wi^ a ^^^^ 

2— {4— [2— ( 4 - nn :7 r^/V) -5— 17 

2- {4_ [2- ( 4 - C2 C2 :7 - 5 - > =¥i/--^^/v'/l/:^=¥i/3 7 

— 1 —-yi^ n-^drv'/k— i h — f :/ F— /l^— 5 — ti JiVi^^l/"^^ 

2- (4 — ^;Xv^/P;^^-Jx:7aic:^/V) - 1 — v-v^ n^^^^^/l^— 1 H — f ^ 
/u- 5 -;^/^7j^':/^^ 

2- (4 -^>'v^/l/;r^v':7 3^rL/i/) - 3 -v-i^^ n-^-dp^^/i/^ ^ [1, 2 
— a] tf y i^^- 7 — 

2— (4 — ^^v^7^;r=3fv^7a^^/l^) - 3 — 0^=3^^-^^^ ^ [1^ 2 

-a] t°y v'^'- 7 

2- {4- [2- ( 4 - iJ' a n :7 r:^/!/) -5-^ b =3riy^:xv^7^;^^->] ^7 
z^z^jV] - 3 -v^iJ^ n-^-^v^/I^— 3H--f 5: [4, 5 — b] t'Uv'^^-e- 

;;^7 /l';^3? ^^^^ 

2- {4- [2- (4-i^i2i3:7cc=/P) - 5- y:7'n t;Vl';^7 7W^^^/W) 
^:xv^/P:^=^-Sx] :7:ii=/l/} - 3 --i/^ n^:3rv^/V- 3 H — f^^^ [4, 5- 

b] \f:^)^ji^-%-^)vm^ym. MmM.. j^v^ 

2— {4— [2- (4 -^^7 n n :7a^^7l-) -5— (tfn U v'V- 1 — 

5-b] fc-y v^^-- 6 -:^7/^:?}?>'i? :S^:^;0=>b?'^'5m; '9 51fitt§ft5it:«2 9 

62. 2-{4-C2- (4-i57nP:7:3Lr^7l^) -5- ( 4 -;t=3r y tf^ U 
y ;*'7U:^^::^/l/) -<Vv^7i/;^=3r-:x] :7 3i:=i/k} — 1 — i/^^^ n ^ari//i/^:/yV 5; 

2- {4- [2- (4-iJ^ nn:7^:^/W - 5 — t: Kn dr-ix^:y v^/l^j^df-^x] 
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2— {4— [2— (4 — n n :7^^7l^) - 5- y^-a /U) 

2- {4- [2- {A--!^ nuy ^=.JV) -5- (N--f y TT'd t°/l— N-^ 

2— {4— [2— (4 — ^ n n :7 ji^/l^) —5— (:7 ^c:^/^;^7W^^^ ^ 

2- {4- [2- (4 n o :7ai=/l') -5- {A- y- J ^ 

;V7^=^;v) ^l^-J/V:^^-^'] -7 3:,^;^] — l — iyi> n v-zk^vy'^ 5; r^^-'y'— 

2- {4- [2— ( 4 — n n 7 :=^7W —5- ( 3 — t: K n n tVU';^ 

5 — ;^7/v-/}^^y^^ 

2— {4— [2— (4 — a n y ji:=:/y) —5 — ( 2 — t K t=z ^ v-^ h ^-^z) 

^y-:y/v:^=3f i/] 7 0^=^71-} — 1 — ^y^ o-^^iy/y-^yyV ^ ^V^— 71— 5 

2— [4— ( 2 — ^^'n^— 5 — ^ b n^Viy/y:t-=3r>') — 2 — :7 /y ;r n :7 oi 
yy]— 1 — n^^iy/u^^-y^ 5; i?V^— /y— 5 — :;^7/y7i?y^p« ^/y:3i;?!:-r-/y. 
2— [4— {2— {A~y x^ixiy a:.:=.ju) — 5 — — b n ^y-=y/y::t=^iy } -2 

— :7/y::^n 7ai=/y] — 1 —iy^ P'^^ar-y/y-^y y"-f 5: ^ y^— /y— 5 — ;^/'y73t^y 

^/yai;;?.X/y> 

2— [4- {5— r5y-2- (4 n n :7a.— /y) ^y-sy/y:^^-^} -2 

— y7y;^n ya.:=:/y] — i — -y^^ n^^-^/u^yy^^ ^ ^"y—jv— 5 — ::i7 7y:^V 

^/y^^T^/ys 

2- [4- {2- iA--^ uxiy :^=^)V) -5- (2-;^=3ry t'n y v^:/- 1 

— ^/i^) ^c/v^7y;:^-^-y} — 2 — :7/y;^a :7ai^/y] — 1 — -yy n^=3r:y/y^y 
y-f ^ ^y—iv— 5 -;?7/y7}?y^^ ^/yac;^'x/y. 
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2- [4— {2— {4-^ nuya:.=^7U) -5— ( 2 -:^-^y fc°n y v'^'- 1 
2_ {4— [2- (4 ta D y occ:^/!/) -5- ( 4 - 7« ^/l^ t°-^ U v^^^- 1 

5; y —71/ — 5 — ^ 71/ /J? i^M 

2— {4— [ 5 — T-fe^/l/— 2 — (4 n P y cx^^/l/) 7 
:3i^/l/} - 1 -ixiJ^ ^ ^V^— 71/- 5 -i7/l/#i/^ it^:^ 

2 - { 4 — [2 - (4 -iJ' n ny ai::^7l/) - 5 - {(4 — t Kn^rv-lf-^y v^^/ 

— 1 — 7l/^7l/7}?:::^7^) 7^ h^i^} ^ ^ i^7l/:^=3r ix] :7:3^=./P'} _i_-Jx^n/^ 
^v/7i//<>-yV 5; 5 — :^7 7i//i^'y^^ 

2- {4- [2— (4 -iJ^ o n y ctr:i7l/) —5— (2-7« h^v'^h=3rv') /< 
^V?7l/;^^i/] yai:=:7l/} — 1 — -S/y D ^^-Wl/^iXy/l' 3; 7l/— 5 — ;&7l/ 

2— {4— [2— (4 — y CI n y ai:=^7l/) —5— {2— ( 2 — p« b =3r ixoi f ^ 

v-) oifarv/} -<>'v'7!/:^^>'] y3^r^7i/} - 1 — v^y n/-^^v^7i/^>/y/r ^ y 
y— 71/— 5 — ;^7 7l/jj^^i/^ 

2_ {4— [2— (4 — y n n yaic=:7l/) -5— (/f y y'^7V;^7l/7}?=7l/) /< 

>'v>7i/;r y cr.::^7i/} - 1 -^xy P ^ i/7i/-< >- yV 5: yy— 7W— 5 -:*7i/ 

2- {4- [2- (4 -y n n :7^z^7V) -5- ( 2 - 7^ ^/V^T y — 7V- 4 

— 4/^) -<>'v'7l/:^^v'] yji^7^} - 1 — i/y n/\:3rv/7l//0'y-i' 3: 71/ 

— 5 -;^7 7l/;!js>-^, 

2- {4- [2- (4-y nnya:^7l/) -5- (3, 4 - t K ^ ^ f/^ 
y v^^/— 1 — -l'7l/:^7 7l'#::^7l/) v'7l/:^=3r ix] yai:=^7l/} - 1 - ixy P 

7i//<^y/f 5 y'y— 7^— 5 —^^ut^i^b. 

2- {4- [2- (4-y onyc3^^7l/) -5- ( 3 - y ^7l/- 1 , 2, 4- 

^^df-f-v^T^^— 71/— 5 — /r7i/) /<:/v'7i/;^-=¥i/] y3^:=^7i/} - i -iyy n^ar-jy 

71/^i/y/r 5: y^y— 71/- 5 -:*7i'/}?>'^ it^its 

577 



wo 03/000254 



PCT/JP02/06405 



2_ {4— [2— (4-i^t2n:7 3i::^/l/) —4 - y7° n tV^:*? /W-=?-=E^ 71/) 
2_ {4- [2- (4 n 0:7^^/1/) -4- (Tf v'/ ;^7/^7j?::^/l/) ^ 
2 - {4 — [2 — (4-i5^n a :7airi/k) — 5 - { ( 1 - t Kn^v/- 2-7^^ 

2_ {4 — [2— (4 -i^ n n:7:3zn7V) —5 - (4, 4 - v^^ ^/I^— 2 — :^ 

5: — /V — 5 - :^ jvi$. l/W. — :S^IS.> 
2_ {4— [2— (4 n a :7 3^cr./v) —4— (4 - Fn^Sr-iXf^y v^^' 

y^ — - 5 - /i^/j? 

2_ {4 — [2 — (4-iJ^n a ■:7 - — 4 — {( 2 - t Kn =3rv^^^7l/) 

2- {4- [2- (4 n n :7 3^:::i7k) —4- { ( 4 - fc° P V^/l^P^ ^/l^) 
2- {4— [2— (4 n O /W) —4— (v^T^ ^7^:*/W-^-^-i'7V) 

2- {4- [5- (2-T^ y f^Ti^— /I— 4--r/H -2- (4-i^nn:7 
2- {4- [2- {A-'!; Vixiy =^:=.}V) -5- (4- 1 Kt3;3rv't:°^y v?^^ 

■t 
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2— {4— [5— (iy;^'f-ju:fy/U7-<^4^i^) —2— ( 4 — :7 7i/;r n :7 - r^yi/) 
^Vi/yi/:^^^'] :7^^7k} — 1 - -zy^ x:i^^-y/u^>'y4 ^ ^'V—}V— 5 — t) 

2- {4— [5- (v^^^/V;^/W^^-f -2- ( 3 — :7/P;r n :7 o^c:^/!^) 
2— {4— [2- ( 5 n a5^;g-:7cn^- 2 --Y/W —5 — {-J :^ =}- }V jv 
2- {4- [2->^'n^— 5- {^-:^^}V^^^-J^)V-'2.-y{ }V) ^ly-J 

j^^C ^^^^ *^^^ ^ 

2- {4- C2-:/n^-5- {^-:^^}Vf-TV—JV—1 — f/W) -^^-v^/l- 

2— {4— [2- (4 n n :73:::=i/l^) —5— - :^ ^ JV^^'^V^ — JV- 
2.—4JV) -<:/v^/i':^^i/] :7aL::^7V} — \ —-y -^7 xi^^-y jV^^y-/ 4 % — 

2- {4- [2- (4 a a :7a:c=-/l/) -5- ( 5 - ^7l-5=-T y'— /V- 2 

2— {4— [2— ( 4 - n P :7 ce; — 5 h ^ y^/^- 5 — /l^-^:/ 

2— {4— [5— iJ'nn— 2— (4 -v^ry y'^;^/^) ^^y-^jvir-^^yl, 7=^ 
2- {4- [5-^5^1313-2- {A-'T V^y—/^- ^ —4 ^^^7 aL:=-;V) 
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2— {4- [2- (4 n n :73i^;l') -5 - {2- ( 4 - t K n v- 1"--^ 

2— {4— [2- ( 4 — i!' t3 n :7 cii ^/l') -5- ( 2 — ;r=3r y U v^^-- 1 

2— {4— [3- (4 — ^ n a :7rc=/^) -5- {V' ^^jV-fy jV/^^^ }V) ^ 
^^v=/^:t^-:y] — 2 — 7/^:^^ :7ai:::i/l'} — \ —-y ^ xi^^-y jV^VV 4 ^ 

2— {4— [2- {A--;? nny ^z^;V) —5 - (N- t ^i/T 5; v^y ) 
^:/v'7i/;^=3rv^] — 2 -y/i/;rn :7:3^^7k} — 1 — v^y n V/^^^yV 5: ^5?' 
y — - 5 - ;^ /l-Ti? ym. ~ ±t^:^s 

2- {4— [2- ( 4 - y n n :7 cii ^^/W -5 - (2, 5 - v't Kn - 5 
=3ry-4H-l, 2, 4 -;^-=^fi^i^T^— 3 -^/V) ^ V v^/l';e-ar>>'] -2 
— y7V:t-n y a^=.}V} — i — i/y n^drv'/i/-^>-y-i' 5: ^'V—jv— 5 — ::^7/U'/}^^>' 

2- {4 — [2- (4 -y t3 n y 3::=^/^) —5 - ( 2 — ^^"^ y — 3 H— 1 , 2, 
3, 5 — ;r=3rf-^Tv^Ty— 7!^— 4 — -f/W ^yV')V'^^%/'\ —2-^ }V:^xi'7 
z^:=.)V\ - 1 -->y n^^v^/l'-O-y-f ^ y^y— /I'- 5 -::^7/l-#'>'^ 

2- {4— [2- (4 -y n n :7cc^/i/) -5- (2, 5 - 5 
^y-4H-l, 2, 4 -5^ri/Ty— 3 ^^v^/^;*-:^^-^] - 2 - 

y }V^xi~7 ^==-7^} — 1 — ixy n^^ix/k^i/yV yv— /w— 5 

2- {4— [2- (4— y nnyo^^/l/) —5- (iyy n y n fc:VV:^/W^^^ 

yi^) ^'y-J'}V:^^i/^ — l — ~7 jv^n-y :xLzz.;v\ - i - iyy n v-zv^^y^ 

2— {4— [2- (4 -y n n y —5 - (i^y n y'^/i';*/^^^^^/!/) 

^yi:^/u:t^iyl -i—yjv:^xiya:.=.jv] - i -i/y n^^arv'/i^^^-yV 5; y' 
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2— {4— [2— (4— ^nn y =c=^;y) — 5 — ( t e r t — T'^/l/:^?/^/'^^ 

2- {4- [2- (4 a n :7air:^/k) -5- (-f y :7'^/^:*/w-^^>r /i^) 

-^>'v'/i/:r^v'] — 2 — :7/^;rc! :7 — i — v-r^^ n^^v'/i/'^wV 5; 

V—;v— 5 — 

2 - {4 - [2 - (4-i^n - 5 — {( 1 - t Yu^-yy'u/^-y — 

2— {4- [2- (4 n a :73^^/^) -5— (p{ h ^i^A /^^"^^^ ^ 

2- {4- [2- (4 -i57 a n :7 3^=/l-) - 5- {(2, 3 -i^t Kn:3rv':/n 

2- {4— [2— (4 — y n a y o^r^/W -5— (N -^^/l'- N — p< 
yw^^^/k) ^yv'yi^::^- — 2 — y/W;^n y cc^^/v} — 1 — ixy n^^v'/V 

2- {4- [2- (4-y n nyrc^/l') -5- (N- y ^/l^-N-y n fcVV- 

:*/i//-^^^7i-) ^>'-:y7i/;t-^-y] - 2 -yyi/;:^-^ y — 1 - v-y n-^=3f 

/l-^i/yV 5: yV^-/l— 5 -;^7yl/4^^vm 

2- {4- [2- (4-y pny^nzn/v) -5- (N — T y tvv-N-y 

ariy/k-<yyV ^ yy— /v- 5 

2- {4- [2- (4-^ auy -5- (2, 6 - 7^ U 

2- {4- [5— (y'^/V;^7/W-^^-f -2- (4 -y O 12 ^'or.C^/V) 
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2— {4- [2- (4-^ ntayazzi/l^) —5 — t;Vl^:^/W^^-f /V-) ^ 

yx>)V:^^-y'\ -2.-'7 jv-^xi^ - \ —^y p u^^-y jV^l^-/ ^ ^ 

2— {4— [2— ( 4 — n a :7 ri^yk) —5 — (n:.^^/^;^; /l^ -f 7^) ^y 
v^/Wj^^V] — 2 — :7/l':^n :7ai^7l'} — 1 — ix^ n--^:3riX/V^^yM ^ iJ^V^— 

2- {4 — [2- (4-^t3n:7j;=:7^) —5 - { ^/v-;?;/!//-^^^ /i^) T 
5;/} ^^/v^/l/:^=3rix] _ 2 — :77l/;rP :7cn=/l'} — 1 — n^^v'/l^^^-y 
-f ^ i?^^' y'— 71-- 5 - ;VT$ ym. "^W.^. 

2- {4— [2- ( 4 - iJ' c! a :7 :^7U) -5- { (^7^7^^ U y ;^7U'#^7W T 

^>'v'7l/^^V'] — 2 — :77l';^-n^3:;r^7P} — 1 — ->'^ D!---^->'7l'-<i/y 

^ 5 i^y— 7V- 5 -;«;7V>!i^^>-^ 

2_.{4_ [2- (4 -y P n :7:3i=7l/) — 5 - V-r K^>'v'/^:t-^iy] - 
2 -77^^a :7 71/} - 1 — v^i^ n/^dr->x7l/^>'yV 5: ^V^— 7V— 5 — ;i7 7!//j^^ 

2- {4- [2— (4 n n :7a.r^7l/) —5 - { (:3^^7l/;^7 7W^^^ 7l/) 
y} /<Vv?7l/:^=35^^y] - 2 71^:^13:7 01;::^ 71/} — X —\/ ^ u^^-y jv^y^J 
% y y' — 7^ — 5 — 7^7K 

2 - {4 - [2 - (4-yn n :7 31=^71/) - 5 - { (-f y:/n \f ;Vti 7V) 
T 5: y } ^>'v^7V:^^v'] — 2 — :77V;^n 7 3c^7l/} — 1 — v':^ v'7l/■^>' 
yV 5; ^J^y^— 7l/- 5 -;^7l/7i?>'^ mBM.s 

2- {4- [2- (3, 4-v':77l/;rp:7cc=7l/) -5- (/f y:/n 7^:^71' 
/•^^-^7i/) ^y-y;v:^^y^ — 2 ~y /v:^ny cx^^-M — i — y^ u^'^-yjv^ 
yy^ 5 ^^y^/u- 5 71^/1? ^-gi^ 

2— {4— [2— (2, 4 — -:^77i/;^n :7cr.^7i/) —5 — (/f y :7"tz t;°7i/:^7i/ 

y^-^ ^ i^y— 71/- 5 -yij/v:^ym MmM. 
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2- {4— [2- (3, 5-i^i^^X2Vi-:7:jz=^/U) —5- y tVU;?;7W^" 

2— {4— [2— ( 3 — ^ n n — 4 — :7/l/;rn y cn::^/^) —5- {4 yyulf 

2— {4— [2- (3, 4 -v'^ a n y cx^z^/k) -5- (-f y y° n tVl-;^ /W"^ 

2- {4— [2— (4 — n n - 2 — >^7V';e-n y aic=^7l') —5- (^yzfuYi° 

7Vij ;v^<'^^ }V) -< /i';^df-<x] _ 2 — y/v-;^n y ct:::^/^} _x_c/^t3^dr 
ix/k^ ^ y ^ 5 y — /i- - 5 - :^ /i/zi^^ y ^ ^W^^ 

2— {4— [2- (4 -y a a — 2 -y7W:tn y rc^/lx) —5- (t°a U v'^ 

— 1 — ^yi';?7/^7i?=./u) ^^•i^/^;^-:3rv'] — 2 — y/^;^-a y o^criyk} — 1— 

2— {4— [2- (^A—^xn.xi—2,—y7\^^x3.y^^;v) -5- (t:''ni;i;?y 

— 1 — ^71^^71- /l/) ^y v^/l';r=3r-y] — 1 — y JV^ X2 y — 1— yy 

cz ^:3r y y ^ 5; iJ?" y — /i^- 5 - yy yg^ MMM.^ 

2— {4— [2— (4 — y a a — 3 — y/y:^n y C3^c:^7y) —5— (-fyynf 

/^:^/y^-^'^-i'/i/) -<y-y/y::r=3rV] — 2 — y/v-;^n y — 1— v-yn-^d^ 
v-zy-^ yyv^i^^y— /y-5-:^ /y # y ^ mm."^. 

2- {4- [2- {4- yoic^/v-} -5- (2-;e-^y t:°D y 

v^y-i— -Y/y) ^yv^7^;^^y] — 2 -y/i';^ny ct^i/i^} — i-^xyn^dr 
v-zi^^yy-f ^ i^y— /y- 5 -:^/y7j?y^ 

2- {4- [2- {4- (;^^/y^;e-) ycnr^/k} - 5- (-T y ^ n tvy:^/y 
.^^'•^-f /I/) ^yiy/i/;^-:3s^-^] - 2 -y/y:4-n y :i:::^7y} - 1 -yy a^^v-zi^^ 
y y^ ^ ¥ V—jv- 5 - ;i7 /y/j? y ^ 

2- {4- C4-ynn-2- ( 4 -y n n y ^c=i/y) -5- (1, l-v';^ 

^y-r y^ry y yy- 2--f yy) ^y-:y7y;r=3ry] - 2 -y/y;^ny ai=/W 

583 



wo 03/000254 PCT/JP02/06405 

2— {4- [4-^aD-2— (4 -i? n n :7:tr^;i/) -5 — (2— :r=¥yb° 

2_ {4- [2- (4->:7 czn:7ai::^/k) -5- (-f y a tVl^T 5: 7 
2- {4— [2- (4 P n :7a^c=^/l/) -5 - (v=^ f=-/^;?7/W-^^-f 
2_ {4- [2- (4-^ n a:7 3i=^/^) —5- ( 4 - t K n ^ U v?>' 
2_ {4 - [2— {A--i7 =^=^;V) —5 - y r/n t:V^;^?/W-^~'^^yl-) 

71/— 5 — ;^7 7V7^^'>'^ :^-K4i:s 
2_ {4— [2— (4 —iJ' n a :7 jLZ^/v) —5 - y •y'o tVV:^?/!/^-^-^^ 
^>'i?7^;^-^v'] -7 3:.=^;^} - 1 -v/^ a-<:/^/i---^:/yV 5: iTy'— 5 

2— {4_ [2- ( 4 - n n :7 ^ c:^/!/) —5 — (i^?^ ^7V';^/W-^-^'i' ^ 
i^yW. ^^^^ 

2_ {4- [2- (4 c n :7:tc=./^) -5- ( 4 - t K o :3ri/fc:°-< U v^i^ 

yv 5: /V- 5 --^jvi^ym MW^. 

2_ {4- [2- {A. — ^ xiviy :x.:=.)V') -5 - (-Y V t:VV;^7/W^'^-f /k) 

^ ^y— 71/- 5 -;57 7V';^^^V^ 
2- {4- [2- (4 n n y3:=/W) -5- (t°i3!Jv^^-l — i JVti 
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2- {4— [2— (4 — iJ' a n:7 3^::i/W) —5 — y7°n tf /I'j^J/W^^^ /k) 

2- {4- [2- uu-y a^:=^/U) —5 - ( 2 - :^=3r y fc° n U 1 

— -f/i-) — 2-y/U:tny — i — (t" h 7 t K C2 

2_ {4 — [2— (4 — ^ n p —5 — y :7"t3 t:Vk;^7 7W-<-^-f /k) 

/p- 5 - i^m 

2- {4- [2- (4 n n :7 3::^/k) -5- ( n y l - ^ 

/}?:=-/l/) -<>'v^/l^::r=3rv'] - 2 -:7/k;t-n :7ci^=/k} — 1 — t;°^y ^>'y-l' 

2- {4- [2- (4-^ nn:7 3ic=i/k) -5- ( 2 --f 5 ^y ]J ^- 2 — T 

/k) -<^/i>/i';^=^v'] — 2 — :7/V;g-a :7 3i::^/l-} — 1 — n iX/^-^ vy^ 

5: y — /k - 5 — :ti /vy^ 
2- {4- [2- i4:—t^^n'7=c=^/u) -5- (2-;r^y;t^f-y y -i^^ 

2- {4- [2- i^ — -:; xixi-y -5- ( 2 -::^^y -i' ^ c^^y y v^:/ 

-1—^/1/) -^^^v^/k^e-^-S/] - 2 — y/l/:^n :7 3i=/k} — 1 — v^^ n^dr$//k 
^:/y-r ^ 5 -;^/k#^^ i^^Ss 

2- {4- [2- (4 n n :7::c::i7k) —5- ( 2 -:^=¥f-y U i/- 2 --^ 
JVT $ y ) v'/ki^jar v-] — 2 — :7/V';^ n :7 :^;v\ — 1 — -Jx^ n ^^-J/yk^ 
^yV 5: ^"-/—jv— 5 -;^7/X7jf z::^^:^. 

2- {4- [{2- [{(v^T^^^/X^/W^-^-fyl') 7< V^iy) ^^/X] -4- (4 
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2- {4- [{4- i4-'7/U:^nyaL:=.7l') -2- ( 4 - t K n v^fc:°^ y 

2- {4- [{4- (4-:7/l^:f n:7cji=i/l-) -2- C(;?7/W-^^^/k^ h=3r>^) 
^ry— /i^— 5 — 7^ :7rc=^/i'} — 1 — a-^^v-zv^ 

2- {4- [{4- {A-y 7Virny -2- ^/v;^7/w^^-f /v) ^ 

/I/- 5 — ^/V} ^ h=3ri/] - 2 -:7/i/;e-n :7airr/k} - i - iXiJ^ n^df-iX 

2- {4— [{4— (4 -:77l^;^a :7ai— /V) —2 - {(2-t Kn ^a^iyai^/l/) 

2— {4— [{2— (4 — :7 7^:^13 :7;n^7k) —5 — (v^7« 5^/V;^7V^^^-f 71/) 

3 --f 7V} 7« h^Srv/] - 2-77V:^n:73i— 71/} -l-v-^n^^ 
iy7i-^ >^ ^ 5; y — 71/ - 5 - ^ 7^7i^~ mM^. 

2- {4- [{2- (4--:y7l';*-p y:x^7l') -5 - y-fvi\f;V^/\^^<^y( 
71/) ^;t-:7^:/-3 i /V] 7^ h^iX] - 2 -:77l/;t-n :7 ri^::^7l/} -l-v-^p 

^driy7i/^^^>^^ 5: iTy*— 71/- 5 -:>57 7k7j?:/^ Itg^ii:^ 

2- {4- [{2- (4-:77l/;rn:7a.c:^7l/) -5 - (4-t Kn=arv't:°^]J 
^- 1 — r7i/:^7 7i/7i?=7i/) =f':^y a:.^-^ — i ;v} ^ b^i/"] - 2-y iv-^ny 
3^zr:yi/} — 1 — n v//i//< >- y'^ 5; ^V'— 7i/— 5 — :^ 7i/# 

2— {4— [2— {A--^ uxiy au:=.;V) -5— ( v^^ 5=-7l/:^7l//^^-f 71/) ^ 
>'v^7i/:t-^i/] — 2 — :7 7i/;^-n :7cc:=.7l/} — l — D^^v'71/— 5 — -t^ b ^ 
—71^- 5 5 7K 

2— {4— [2— (4 — ::^7V#^=3ri/:7 3;z^/k) — 5 — ^J' n P /<^/ v?7l/;;^^ i^] 
— 2 — y7V:tn y zr.=./u} — i — v-^i^ n--^df-v'7i/— 5 — x h y 5 — /f 7i/ 

/<^y^/r ^i^y— 71/ m.m^. 

2- {4- [2- (4-i5^ni3:7ai:=^7l/) - 5- (/f V t:°7i/;i7 7W-^^/r 7l/) 
/<^^-:^7i/::a-=3r;y] — 2 — :77i/::^n :y :ii=7i/} — 1 n^^iy/U— 5 — (2, 
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2— {4— [ 5 — :*/^#=^v'— 2 — (4—^nx:iy3L=./U) 
— 1—yjVirx:i-7:^=-J\^\ — 5 — -Syry — l —l/-^ x:L-^^-y}V^^yy 4 ^ 

2- {4- [2- (4 -i^ o n :7^^/i^) —5- /P-) ^ 

2 — {4 — [{N— (4 — ^/^;^7/W-^~^^/^) — N— ( 4 — y/^;^n :7 a: = 

2— {5— [tf;^ ( 3 ~y/l':;^-n :7 ^ ^/v] ~ 2. — -y — A - \i 

2— {3 — [tf^i ( 3 — :7/^::J-a :7ai::^/k) ^ ^/l'] — 2 - :7/V-;r n — 4 - fc 

Kn^v^:7 3^::^/v}— 1 —-y^ u^^-yjv^y-y^ % ^y—)V— 5 — -^jvi^y^^ 

2— {4— [( 3 — 5^/l/:^/W^^^yl^:7^::^/l^) ( 4 — :7/k::^-n :7 ;c 
y b=3rv'] - 2 — y/v;^n - 1 — n -^^r v^/l'^^^yV ^ <^V'-/l- 

2— {4- [{3— (4- t Fn^riXlf^y 1 -xi'/l^;^/V7}?^7^) :7:3i;:^ 

/p} (4 — y/^:^t3 :7 7« h^v^] — 2 — :77^;^n :7 3i:=i/i/} — 1 — n 

1- {[2 - {4- ([4- (4 -y/l':^n ^^^/l/) - 2 - y ^/l^^^T ^ — /l^ 

5 — ijv\ ~ 0 - iD-'^fjv^ n 

{[2— {4— ( 3 — ^'/l^r^pt :7cc— 7V) p« h'^-S^] — 2 — :7 /V::^ a :7 

=^;v] — 1 n^^^v'/V-^^yV ^ ^^y—fV- 5 — T/i^] :^/^/}?=7i'} - & 

— D — yvi-y n 

2- {4- [2- (4 n t3 rja^rn/W -5- (1, 1 - y -Y y 
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3 — {[4 — (5— T5: y ;^/l/7}>=7l— 1 - v-^ n^^^v'/l/^^^yV 5 ^'y'— /I- 

— 2— -f/W) — 3 — r7 7^;^ia :7 =^v^] T^^^l^l -4 — (4 — iJ' n o :7 
-N — r y :7"n tVk^^XT 5: H\ 

2- [4- {2- (4-i? n -6- y rT'n fcVWT 5 7 

^ 5 — 5 — /uy^ lyW: 

2— [4— {2— (4 — ^ a n — 4 — ^71/;^-^ — 5 - (1, 1 — 

:t^y^ y^ry y 2 — ^^'-v^/V^r^^V} - 2 -:7/V;^n :7cc=/l'] 

2- [4- {2- (4 -i^ n t3-7 3i=7V) -5- y :/n tfyVT ^ / *7V# 

:^ h^v^^vyV 5; i$7"y— yk- 5 —ti "^WM.^ 

2— [4— {2— ( 4 - n o 7 31 =1/1/) —5— (N — y:7°a t:Vk:^7/V7i?::^ 

2- [4- {2— (4 n n :7::cr:/^) —5 - y tVi-:;&/i/;3^^— /i^T 
5:7) -<>'v'/l';^=3{^v'} — 2 — :7/U-;^P :7 ji^/t'] — 1 — iXiJ^ n^:3f v-zi/^^-y' 

^ ^ ^- y — 7U- 5 - 

2- [3- {[4- (4-y7l/;t-nya::=/^) -2-7^y^^Ty— /^-5--l' 
7V] y^/v} — 4 — t Kn ^v':7aicn/v] — 1 -ix^ n^^Jfiz/V^^^y^ 5: iJ^y 

— 71/— 5 —f) ji^-i^iy^-. 

2_ [4— {2— ( 4 — iJ^ a n :7 c:^/!/) — 4 — y/V-^a — 5 — (2— ;r^y 
tr'n y v'^^- 1 -^7W ^i/v^7l/;^=3ri/} - 2 -y/V;^^ y ^^/i^] -i-ix^j^ 

n-^^ix/i/^^/y-f 5: i^y— 71/- 5 --^/vi^i^^ mmM. 

2- [4- {2— ( 4 - n n :7 =171/) —5— (7 5^7^';^7^/}^:=l7^T 5: 7 ) 

-<^v'7]/;^^ix} — 2 — :77V;^n 7aic^7V] — 1 — n ^^^f v'/v-^vyV ^ 
y— 71/- 5 -;^7 7i//i?i/^ 

2— [4- {2— (4 -r^' n n ya^=7l/) —5 — [N — 7^/1/— N— (7«V/1/ 
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^^iy/u^ >• y ^ 5: —/u — 5 ^M^s 

2- [4- {[3- (4-^ n n:7ai:=^/i-) -6- ( 2 - y t° n U V- 1 

2- [4- {2- (4 -iJ^ n n -5- (T-fe^/VTS:/) -O'v^/l' 

:t^-y} — 1—^ ;'^-:^x3.'7 a:.=^)V'\ ~ \ n^-^-yjv^i/-/ ^ ^^"-if—jv- 

2- [4- {2- (4-i5^ nin:7a;^/k) -5- (N-T-fe9^/l^-N-^^/^ 

2- [4- {2- (4 a n :7ai:=i/k) -5 - (N - Tir ^/^- N - -7° P t° 
/1.x 5:/) ^:/v^/l/;^.=3ri>'} — 2 — :7 7U;r n :7 ^^yU-] — 1 —x^^ n^^-y ;V-^ 

2- [4— {2— ( 4 - i?' t3 n :7 ^ —5— [N — 3i^7V-N— (t^^/V 

^ ^ v'/v-< >- 5; ^/v — 5 — ;^ /v-^ 

2- [4- {2— (4 -i^ n n :7a^::^7V) —5 — [N— (t^ 5^/^^^/^* — 

— N-:^n bVi'T ^ /] ^^v^.7V:^=3rix} — 2 — :77i';^n :7:n^7^] — i-v-^ 
a^^ari^/i^^^yV 5 ^V— 7V- 5 -;^7V#^^ li:^:^^ 

2- [4- {2- (4 -i^ n n 7:i:^7^) -5- (N — r-fe-^^/l^-N — 7« ^71^ 
T^y) ^>'v^7l/:g-^i/} - 2 — :7 7V;t-n :7 ^c:i7V] — l -v-^J^ =35^^-71-^ 
5: iJ^V— /i^— 5 — :;&7l':^^>'^ 

2- [4- {2- (4 n n :7c:cC^7^) -5- [N— (^^7^->?>7^'7^^C=7^) 

— N — p«^7^T^y] ^:/i?7V'^^v'} — 2—y;\^:tvi-y :^=-/V2 —i—iy^n 
^ dp ^y/i^-^ V 5 — 7V - 5 — :^ i^^its 

2- [4- {2- (4 -iJ' n n :7 - rs7V) —5— [N — ^^7U-N- (^^7^ 
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2— [4- {2— nuy =n=^/V) -5 - [N- /U7^=^/U) 

2- [4— {2— ( 4 — P a :7 -5 - [N — :x^^/V-N— i=c.^;U 

2- [4- {2- (A-^ uu-y - 5 - b ^ V } — 

2- [4— {2— (4 -i5^ a a :7cn::^/^) -5- (N — T-fe-'5^/l'-N— ^ y >^ 

{[2- {4- [2— (4-^5^ n n:7a:^/V) -5- ( 2 y t:° n y v^:/- 
1— -f/V) ^>'v*/i':^^v'] — 2 — :77^^a :7 3^::^/^} — 1 — >>'i;7 n^df-v'/i^^ 

2- {4— [2— {A—^uvi'7:x^=^jU) - 5- (-f y :7°n t:Vl/:*/W^^^/l/) 
^>'v^/l/;r=^v^3 :yct:=-/^} - 3 - v-^ P^^iX/l/- 3 H--f ^ [4, 5- 

b] v^i/- 6 -J^/l^^^'^ mMM. RXf 

2— {4— [2— ( 4 — n n :7 —5— ( t'n JJ i^^^— 1 — >f 

5-b] t^y v?y- 6 :S^:S::e)^fe=^ce^l¥<t "PSfi'tbSlt^^e 1 

6 4 . 1 2 8 Xfi 2 9 7!?M 6 2 (^V^-ftbjO^CfB^f^^-^^'fb^i^X 

6 5 . mi^m 1 2 8 2 9 Tim e 2 <Dv^■rtb/0^ciB«4(^)^-^^'^t;'a^tIX 
{^mm-bfp^ ^^^^(om. Rnmm±fi'm $ tt § A/ -e^i^ s ^ c mIpij^ 
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6 6 . 2 9 7bm 6 2 ©V^-f tL^^Ilfg^CQli^^ft^il^XJtSm-bl^^ $ 

6 7. (a) f»:^:S 6 5 tciaS^^^CSff 71/^^(1 i:. (b)#L©^!>^/V 

6 8. (a) m^^6 5Kmm(omcm^f^^4/i^:^mt. (b)-i'^^-7^ 

6 9. iai)m^me 4\zmm(DcmBi^^4/^^yi^v y—^m^Mt. (b) 

70. (a) lt^3S6 4^^tB«(75CMff3^'>'l'/l-:^^°y 7^ 7— e^Pl^^Ji:. (b) 

^Vi^— :7::cn>'i: ^m.^-B-iO'^X fa^C mm-^ f^^^Jo 

7 1. Tia— is:^ [III]. -t?^$^6-<vy-r ^iJ^^y'-/Hti-a-^x{«t^:&o 



7 2. 4— {A—y;V:^xiya:^=-}V) — 5 — t Kn^v'7«^;l'— 2— 

Ty'— — (4 — :7/i'::t-n a:u::^;V) — 5 — ^ n n ^/l-— 2 — 7^ f^/k^^ 

7 3. 1— (4' — :^70t3 — 2 — t Kn^ari/^^/V— tr:7 3i=/^— 4— ^/W 
- 2 -fc:°T2 y v:S.t)«l — (4' xixi—l—-^ :^=f-?V-^dy 3:.:=-}V- 

7 4. ■ ^(a) %%im.\^WL(0—m^ [I] 't?^$tb6lt#^'ft#^Xf«^± 




[III] 
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7 5. (a) it^3S 1 las®— is^ [I] x^m^fi^^^Mih^^ji\~^mm± 

7 6. ^^momikmimm(D-'^^ en x^m-^n^m-tm^t^mjLnmm 

7 8. :t^«©-i'>'^$'— 7ci;n>-g#-f 5^^Sr$ b}^-^t?> lt*:«7 6|3« 
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